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Abstractor JP 10152462 (A) 
PROBLEM TO BE SOLVED: To obtain 3 new 
bonzsmlde derivative having differentiation Inducing 
acton, useful as 9 medicine for treating and 
Improving malignant tumor, autoimmune disease, 
dermaUlIs and parasitic Infectious disease. 
SOLUTION; This compound Is shown by formula I A 
Is a (substituted) phenyl or a heterocycle (which may 
contain 1 to 4 subsllluent groups such as a halogen, 
hydroxy! group, amino, nltro and eysnoV, X Is e direct 
bond, (CH2 )a , (CH2 )9 -CMCH3 fc , etc. «o) Is 14; 
(g) is 04); Q is a structure shown by formute II JW 
Is H, a 14C (substituted) alkyl], etc.; R1 and R2 are . 
each H, a halogen, etc.; R3 la a hydroxy! group or 
amino}. The compound of formula I Is obtained, for 
example, by subjcoUng a compound of the formula 
A-X-R9 (R9 Is G(-G)OH (G Is oxygen or aulfur) or 
NH2 ] and a compound of formula III [R9 and R10 
are not (he same end one Is CP=C)OH and the other 
la NH2 ; R1 1 1s a protected rrydmxyl group] lo 
condensation reaction. 
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•[*+. Rl, R2feA^[ili8!r§ai:ia^. Rl OfiR 
9#-C <=G) OH (GttttSfcMR) OfcSfcfc-N 
H,&SU R9#-NH J <OkSJ4-C (=Q) OH 
(GliMBfcNa) MW. RlllStert-yh^ 
i/*;l/ijf=Jl^>S: Z0jB.ftW7+ mf$m&fcm\,\ 6 

(b) rt(16) [4C29] 

[0107] 

[ft2 9] 

A*-ni2 (16) 

(3$*, A»J^XliNBi:RK. Rl 2fi-OHsfefc 
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(c) « ( 1 4 ) T^ifHSftMi^ ( 1 9 ) Eft 
32] 
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[<K3 21 




<«*. Rl, R10*J:tfnl4«iei:PW&. R14 
tt. **n&. X?-/HS£fc«t e r t -yftKta 

(d) «<16)?#3ti.*|fctf|ffc3(20) [ft 
33] 

[0111] 
IAS3] 

Rl, R13, R14fcJ:t/n}±ffiEkPI 
g. > -C*S#i*ft#H»*. N, N' -*/WfcvWM 

fc#UTf3^n&^(2 1) MI534] 
[0112] 



MI534] 
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0-R14 



(21) 



(** % A, X, Q, n. R 1 4a Jri^R 1 4«Wi2i:RI 

2) [ftS5] 
[0113) 
[fc3 5] 

A-X-Q-lCHdnv,^^ 1 

X^Ss^ 0 " (22) 



<s*f», A, x» Q, n4SJ;VRlli1i?SfcraS. ) r 
*«*itft6ttfe* ( 2 3 ) [ft3 6] 
[0114] 
Hfe36l 

R11 



(23) 



<3*<f>, R2fcJ:tfRl lttllBfcMM. ) "tfiWSft* 
fc^fcSteElSfctf LT&*sft$s$ (18) t^$;ft 

(e) * (22)f>Sfe/l*ft«ftk*(24) [ft 
37] 

[0115] 
[ft3 7] 

(rt*. RajaJstmstttNBfem. > -C^3:fi*ft 

to i i 6] fwmrt>PMc^jft»vvrtt«t. « 

(15>*Sj*S*l*ft*1W4,*(a5) [ft38] 

[0117] 
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(85) 



Rl, RlOfcitfntMISSfcffla. > "CS8* 
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(3&*, Rl, Ri3feJ;^n{Jfl3iefclll9S. ) 

(2 3) t*§tofc*%fc*aa»EtetfU «^J=K 
^£*?3£i:fc t fc l >8'3>::i:* ? 'C#«>. (23) T 

MMKA (14) (cfcwcR9ja«-c (=G) OH 

s) teiJ^TRi o&-c (-o) oh (Gfsimefci^i 

$1) TftftfttftMl] i:2, 4. 5-HJ?nn7* 

TS. yti& [55 ( 1 4 ) fcfcWCR 9*»-NH,-0SkS 
*i*ft#W*fcttrt (15) W3WCR 1 0*!-NH, 

[0120] 4ft, */wc>«a» [« { 1 4 ) JCtJV^ 
tR9#-C ( = 0) OH (G(i15|etplS) -CS?§-h. 
»4S*|Mft)M (15) WIHTR1 0#-C ( = 
G) OH (GttflNEfcRtt) XH&ixZfciM] fciftflj 

**. MHUMtftiftlfeft. 7$ y*# M ( 1 4.) 
|c8VvCR9#-NH,T*Sti.*flsa»**:tta ( 1 
5) fcfekVCRl 0*«-NH,-C«Sjl«)^^«|] kSS 

[01211 *fe. A^VKfctf [* < 1 4) 

tR9*«-c <=g) oh (GjiitnafcNiS) vmzti 

WimtiM&t (15) fc*5WtR 1 0#-C ( - 
G) OH (Gttii5§3i:|5I3S) rS8<i6fl5«»3 

C* ( 1 4) |cmvcR9jF-NHtTjR3il 
t fliM* fc«3$ (15) C*3^TR1 0^~NH 2 -<? 

[01*2 2 J 8fcle*fc. Si**SaEfS»i. 5^n*s 
arj/;|/A;HK^ 5 H, n, n' -^jwcyw-fH' 

[0123JKJ6I5, 5ifU-2 0-+5 0 , Ct > 0. 5- 



[01 24 J (b) eom&®i*&{16) ttzm 
(17) T**ft*fli#NW£%&*»"-**rt** , 5'. 

N, N' -*jnKxjW4ar/-n^ 

N, N' -f-**^afilU^ i if *JBV1T 

•»T*?3 RJBfc, 3S^-20-+5 0X! 
•CO. 5-4 8«WWBtt3. jBV^«i*a»i;U'Ctt 

mm. «.y#y, vt^y^a^mimit^sm, 
7»h$tl<n79X, WW. sttcfTkx— f/Wf 

p^yflttttfckgaB. N, N-i^fvMvW^SK, 

[0125] (c)««g#KJGti (a) ra^&RJSfcl^ 
<b) ^J^tMfi^WOffiCtm 

a. 

[ 0 1 2 6 3 5? ( 1 7 ) T«J5ii*ft^l!lfi5ffi^«^ 

Wifcf. *<18> fcttUTRlltf. tert 
-7- h^^A^rvV^T^^iutT 5 yS^a- 

[01 27] A (1) «At«( 13) -C^SnS-fb^ 
* ( 1 ) iSitfH (13) -C^il^^m 

Ks iS^SS, 7^;wgi. vujym* ?x.ym* ffias 
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coi43] mmi 

n- (2-7$>7xx/w) -4- <N-*cy/'f*r 

(1-1) 4-7$./.><f;U£,&t8821. 16s 
(140mmo I ) w^^oo^^V (4 50ml )Wt 
W&lZ* h»;xf>/WrS5'4 3ml OOOmmol) 

»J7^?TOiffi660. 4s (2S7mmo 1 ) COi^o 
P**y<5 0ml)SttMSTLfe*. 3B§|8JtS#L 
fc. MPSt**fcEJSJ$frfc*tfc&, Sfcfcl 0%& 

IR, $S#*-r«^ii^±»?w 4- (N-Mi7;U^or-b 
WSAX-J-WftaWtSO. 4s (HW87. 8 

1H KMR(270MHz, DHS0-d6> *pps: 4.47(2H,d.J=5.8Hz). 
7.39(2H.d.J=8.1Hz), 7.93<2H.d, J=8.1Kz). 10.08(1H. 
t,J=5.8Hs), 12.95(lH,br.s>. 
[0144] (1-2) o-7x.Z.\'y i Sr$.-slO 
8g (1. Omo 1 ) 0>yJt*yy (lOOOml ) $ 

mi^mti-hv^j-mwi <s oomi ) $sn 

A* #ttT$>t © r t -rTf^a-sK*- j, 2 l 8 g 
(1. 1 mo 1 ) n*M*yv (500ml )^£JH 

a*, maxsmmtm* -wwus. m*i/ 
e«RW8*?w»tt, km. m&mixmm 

* a fa te* "5 N - 1 e r t -7 h^^^^lU- o - 
7xXUJ"i>75f6S. 4g (ID8S3 2. 8&) Srfi 

lHNHR(270Hfe, CDCI3) Spw, 1.31(9H,a), 3.75(2H, 
s). 6.26(111,6), 6.77(lH,d,J=8.1Ha), 6.79<lH,dd,J= 
7.3,8.1Hz), 7.00ttH.dd„W.3,8.1Hz). 7.27(lH,d,J= 
8.1Hz). 

[0145] (1-3) IS ( 1 - 1 ) XWoftMb 
^W30. 0g(121mmol)^np^:Cy 

(200ml ) !g}B}S(c H mtl&fik (rttaio-i 

5<C) JWU^n^ F21g (16 5mmo I) 
fcffc#teSSTUi. ^fSCfctfc-S (*5J:^ 2m Iffi 
Ttl»«Ste0. 1ml ) DMFfcflDAfc. ^flSSTF&s 

U94 KfrftWU HS^po^^V (100ml) 

immiK. jm (1-2) •mMi&flte«2 2 . s 

8g ( 1 1 Ommo 1 ) f)^on^^^ (100m 

i) -yyyy (200ml tokmit:® 

?P9<f M«*fc*«T (i*lia7-S)X:) WTLfc. 



[0146] {gT&Tia, gffl&*elH&3'£fcf»> Hft 

«>, N- [2- (N-tert-rh^^/M?^) 
75>7x=Jl/] -4- (N-hUWWP7**f-^r 
SVp^W ^>-*7SI<28. lg (m58%) 

1H NKR(270MHz, DMS0-d6)6*ppn: 1.44(9H,s), 4.48(2H, 
d,J=5.9fe), 7.12-7.23(2H,o). 7.44(2H,d,J=8.1Hz), 
7.54(2H,d,J=8.1Ha), 7.94(2H,d,J=8.1Hz), 8.68(lH,b 
r.s), 9.83<lH,s). 10.10(lH,br.t. J=5.9Hz) . 

[0147] (1-4) IS(1-3)^12-&%1 
3. 12g (3 Ommo I ) <n*t J-A> { 120m 

I) -# (180ml ) E5ffl8rte£18#y?A4. 70 
g (34. Ommol ) frfloA, 7 0iCC4«flBElD^S 

atS^, «& Mfttflttb. ffi^TSCittiO. 4 
-75-A*?-/l'-N- [2- (N-tert-7>*J' 
Mtfx*) 7 S ./7 *x>] VX7 2 K 1 0 . 3 g 

1H NHR(270MHz, DMS0-d6) frppn: 3.80(2H,s>, 7.13-7.2 
3C2H.U), 7.48-7. 58(4H,n), 7.90(2H,d.J=8.1Hz), 8.69 
(lH.br.s), 9.77(lH,br.s). 
[0148] (1-5) lM(l-4)<?)ftMlO. 
11 g (0- 44mmo 1 ) wtyyy (5ml ) 
fcfctfT. OYJ HO. 08g (0. 53 
mm© 1 ) tftjtfeffc, ^*T8«f=ilgfr-Mf&# 

»u f&^/w:Bg«c*i2*arrs^ttoj:o. n- [2- 

(N-te rt-T'b^Fi^iMCSlU) 7S^7xX 
/W] -4- (N-<y/>f;U75y^^/t') ^yX73 

HO. 14g(K4?S7 1. A%) HWm&tLX® 
t. 

1H MR(270MHz, DMS0-d6) ?ppb: 1,44(9«.3). 4.56(2H, 
d,J=5.9Hz), 7.11-7.22(2H,m), 7.46-7.56(7H r m>, 7.90 
-7.94<4H.w>. 8.67<lH.s), 9.15(lH,t,J= 5.9Hz), 9.81 
(lH.e). 

[0149] (1-6) I8(l-5)flfc£*!0. 
10g(0. 2 24mmo 1 ) nU^-fV (5ml > 
-x^y-;K lm 1 ) «n:4«H»-i^y 
(5ml ) fcfti*., 8ST7lMH»PU:. ?SJS*§* 

«sgriFlX. K*a-^I.C:i:(cii9s N— (2-7Sy7x 
x^) -4- (N-W/kTV^H <VX7 
5K «fflO. 0 8 g (JDWS9 3X) *WfiS«=i: 
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bp. 206-209C. 

1H NMR(270HHz, DHSO-d6) tfppn: 4.57(2U,d,J=5.8Hz), 
7.27-7. 38(4H,m), 7.47-7.59(5H,m), 7.92<lH,d,J=S.lH 
z), 8,05(lH,d.J=8.1Hz), 9.19(lH,t.J*5.8Hz), 10.38(1 
H.br.s). 

lR(KBr) c»-l ; 3286. 3003 (br . ) , 1630. 1551. 1492, 1306, 12 
50,749.695. 

H NMR» IBOWBtt*^. 
t015O]^ii<?!l2 

N— (2-TS/'7x-/l'> -4- [N- (2-? DP 

tyy-fiW ^vxrs K (A- 1 : <b 

£H$f^l4) 

op. 201-204X!(dec.>. 

1H NMR(270KHz, D«5Q-d6) tfppn: 4,52(2H.t.J=S.9Hz>, 
4.89<2H,br.s), 6.60(lH,ddd,M.5,7.3,8.1Hz) , 6.78 
(lH,dd,.M.5,8.1Hz>, 6.97(lH,ddd,J=1.5,7.3,8.1Hz), 

?.17(lH,d,J*8.1Hz), 7:38-7.54<6H.n). 7.97(2H,d,J» 
8.1Hz), 9.06(lH,br.t,J=5.9Hz). 9.63(lH.br.s). 
IR(KBr)cnbl: 3268,1649,1458,1304,748. 

[0l51}£«8ffl3 

N- (2-7 > *</?x£/l') -4- [N- 

^vw /io TS^f-zH *yx7$ Y SlfcfS (fl 

-l :<tmmiBw®m&) 

up. 210-212X:(dBc.>. 

1H NHH (270MHz. DMS0-d6> ffppa: 4.55(2H,t,J=5.9Hz), 
7.20-7.40(3H.m), 7.50-7.6O(lH, m ), 7.53(2H,d,J=8-lH 
z), 7.60-7.70(2H,m>, 7.83(lH,ddd.J=1.5,8.1.8.1Hz). 
8.00-8.10(3H,B), 9.34(lH,t,J=5.9Hz), 10.43(lH,br. 
s>. 

IR(KBr)ci«-l! 3283, 250O-3OO0(br. ) , 1648. 1534.1461. 13 
62.1314.754.701, 
\0l52\mmA 

N- (2-7Sy?x^) -4- [N- (4-.XfvW 

-1 ;^«J#^2S^tSB2S) 
gp. (amorphous). 

1H NMR (270MHz, DK30-d6) tfppn: 2.37(3H,s), 4.56(2H. 
d,J=5.QHz), 7.20-7.30(6H,id), 7.47(4H,d,J=8.8Hz), 
7.82(2H,d,J=8.8Hz), 8-03(2H,d, J=8.8Hz), 9.09(lH,t, 
J=5Hz), 10.36(lH,br.z). 

IR(KBr) curl : 3269<br'. ), 2861 (br. ), 1743, 1636, 1534, 15 
05,1456.1308,1120,753. 
[015 3]|«|5 

N- (2-7S^7*-/W -4- [N- <3-*b* 
K^y-fAO 7-s/>f-;H <f*r5 K (^- 1 : 

DP. 182-185X:. 

1H NMR(270MHz, DHS0-d6) #ppm: 3.81(3H,8), 4.54(2H. 



d,J»5.9Hz). 4.88(2H,br.s). 6.60(lJI,dd 1 J=6.6,7.3H 
z), 6,78(lH.d,J=7.3Hz), 6.97<lH,dd,J*6.6,7.3Hz) , P 
7,ll(lH,d<U=1.5,a.lHz). 7.tt(ia.d,J^.3Hz), 7.35- 
7.51(5H,(p). 7.94(2H,d,J=8.Hb>, 9.12<lH,br.t,Js5.9 
Hz). 9.63(lH,br.8), 

IR(KBr)cn-l: 3301, 1637. 1524.1489,1457, 1314,1248.75 

2. 

[0154)»6 

N— ( 2— 7*5./7x— /W -4- CN- (4-.X b* 
l^WM *) 7§s*Wl <yXT3 P (S-i s 
tt£*#?3 1 >■ 

mp. 149-15rc. 

1H NMH(Z70fflz, DHS0-d6) 8 ppa: 3.a2(3H,s>, 4.53(2H, 
d.J=5.9Hz), 4.88(2B,s). 6.59(lH,dd,J*7.3.7.3Hz>, 
6.77(lH,d,J=8.1Hz), 6.94-7.00(1H.iii), 7.02(2H,d,J= 
8.8Hz), 7.16<lH,d,J=8.1Hz). 7.43(2H.d.J»8.1Hz), 7. 
89(2H,d,J=8.8Hz),7.94(2H,d,J=8.1Hz), 8.98(lH,br.t, 
J*5.9Hz>, 9.61(lH,br.s). 

IR (R8r) ci»-l! 3297, 1630, 1527, 1505, 1457, 1256,1177, 10 
24,843,749. 

N— <2-T«y?x£*) -4- [N- (3, 4. 5 

|e(«-l:«MMH-3 3) 
mp. 208-2lO"C(dec.) , 

1H NHR(270Mte, WBO-d6)0ppiii: 3.71(3H,s), 3.63(6H, 
s), 4.55(2H,d,J*5.9Hz), 4.&8(2H,br.s), 6.60(lH,dd, 
J=7.3,8.1Hz). 6.78(lH,d,J^.Ute). 6.97(lH,dd.J=6. 
6,8.1Hz), 7,l6(lH,d,J.8.1Hz), 7.26(2H.s). 7.44(2H, 
d,J<8.1Hz), 7.95(2H,d,J=8.8Hz), 9.07(lH,t,J=5.9H 
z), 9.62(lH,br.s). 

IR(KBr)cm-l: 3267. 1635, 1582. 1457, 1237, 1132,755. 
(0 1 

N- (2-75>'7£=;W -4- [N- [4- (N, 

XTSl* (A-l :4fc#f^3 6) 
mp. 216-219X:(dec.). 

1H NMR(27CMHz, DMS0-d6) ffppor 2.98(6H.s), 4.51(21, 
d,J=5.9Ha). 4.88(2H t hr.s), 6.60(lH.dd,J=8.1 F 8,lH 
z), 6.71(2H.d,J«8.8Hz), 6.97(lH,dd.J^.3,8.1Hz), 
7.16(lH,d.W.3HB). 7.41(2H.d,J=8.1HB). 7.78(2H,d, 
J*8.8Hz). 7.93(2H.d,J=8.1Hz), 8.77(lH.t,J-5.9flz), 
9.63(JJI.br.s). 

!R(KBr)cDi-l: 3301.1632.1519.1457.1298,754. 
{0157J8SOT9 

N- (2-73-/7x=vW -A- [N- (4-MJ7 

<«-l ;fttf»?4 2) 
mp. 243-246X!. 

1H NMR(270MHz, DMS0-d6) ffppn; 4.58(2H,d,J=5.9Hz), 
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4.88(2H,br.B), 6.59(lH.dd, J=6.6.7.3Ha), 6,77(lH,d, 
J=8.1H«), 6.94(lH,dd,J*5.9,6.6Ha>, 7.l6(1H.d, J=8. 1 
H2), 7.45(2H,d,J=8.1lfe>, 7.88(2H.d.J=«.8Hz), 7.95 
(2H,d,J=8.1Hz), 8.11(2H,d,J=8.lHz>, 9.38(lH.t. J=5. 
9Hb). 9.64(lH,t»r.s). 

|R (KBr)ciH : 3301, 1640, 1549, 1523, 1458. 1334, U62, 11 
20,1070,856,750. 
[O158J3S5II0UO 

N- (2-75/7x=/l'> -4- [N— U-A/t'tf 

1 s ib*ft**4 SOJSiafi) 
np. (aaorphous), 

lfl NMR(270MHs5, DHS0-U6) Sppn: 4.58(2H.d.J=5.9Hz), 
7.29-7.37(3H,in). 7.49(3H,d,J=8.1Hz), 8.02-8.06(6H, 
m), 9.36(lH,t,J=5.9Ha). 10.4(lH,br.a>. 
1R (KBr)carl : 3432(br . ) , 1718. 1637, 1542, 1499, 1303 (b 
r.), 1116, 1018,757. 
[0159jgg>«ll 

N- (2-TS/7*^) -4- CN- (4-* 

(«-l :|SMkVl4 6) 
op. 204-209*C(dec.). 

1H NMR(Z70MHz, DMS0-d6) ffpjw: 3.89(3H,s), 4,57(2H, 
d,J=5.9Hz). 4.88(2H,br.a), 6.60(lH,dd,J=6.6,7.3H 
a), 6.78£2H.d,J=7.3Hz), 6.97(lH,ddd,J=1.5,6.6,7.3H 
z), 7.16(lH.d,J^7.3Hz) r 7.45<2H,d,J=8.1Hz), 7.95(2 
H,d r J=8.1Hz), 8.03(2H.d,J=8.8Hz), 8.07(2H,d.J=8.8K 
%), 9.35(lH,t.J=5.9Hz), 9.64(lH,br.s). 
IR(KBr)cnrl; 3287(br, >, 1721, 1634. 1281,1113.750.70 
3. 

(01601SIM12 

N— (2-TSS?x2m,) -4- (N-tfayy-f/l^ 
3) 

bp. 17S-178 , C(dee.). 

1H NMft(27Wfflz, DMHH36) tfppm: 4.57(2H,d,J=*.6Hz), 
4.88(2H,br.a), 6.59(lH,dd,J=7.3.8.lHz>, 6.77(lH.d, 
J=8.1Hz), 6.96(lH.dd.Jb7.3,8.1Hz), 7.16(lH,d,W3 
Hz), 7.44<2H.d,J=8.1lte), 7,60-7.65(lR,m), 7.93(2H, 
d.Ml.lHz), 7.98-8.08(2H t n) r 8.67(lH,d,J=4.4ffe), 
9.45(lH,t.J=6.6Ha), 9.61(lH,b»-.3). 
IR(KBr)cn-l: 3330, 1656. 1634. 1523, 1456, 1294,752. 
[01613SDSKM13 

N- (2 -7 5/ 7*-^) -4- [N— {$-*+)\, 
\CziVJ4)V) Tt/tT-MKVXTt-Y ($-1 ; 
fl«HI»»178> 
np, 172-173^. 

1H NMB(270HHz, DMS0-d6) *pph: 2.51(3H,s). 4.57(2H, 
d,J=6.6Uz). 5.0(2H,br.a), 6.61(lH,dd,J»7.3,8.1Hz>, 
6.79(lH,d,J=7.3Hz), 6.98(lH,dd,J=?.3,8.1Hz), 7.17 



(lH,d,J=7.3Ha). 7.44(2H,d.J=8.1Hz), 7.43-7-49(lH, 

n), 7.84-7.90(2H,i»), 7.94<2H.d.J*8.1Hs!), 9.27(1H, 

t.J=5.9Hz), 9.64(lH,br.s). 

IR(KBr)co~l: 3331,1675,1634.1594,1523.1454.1307.12 

92,750. 

[016 2]£jif$U4 

N- (2-7$./7*-/W -4- (N-^rJfvM/U 
7tS**liV) ^yX73 K (31- 1 : ft£$#97 
1) 

ap. 193-I9rc. 

1H NHR(270MKz. DMSO-46) 5 ppn; 4.58(2R,d), 4.88(2H. 
br.s). 6.60(lH.t>, 6.78<lH,d). 6.97(lH,t), 7.16(1 
H.d), 7.46(2H,d). 7.53<lH,dd>, 7.95(2H,d), 8.24(1 
H.ddd), 8.73(lH.dd), 9.07(lH.d). 9.32(lH,br.t), 9. 
63(lH.br.a) 

IR(KBr)em-l: 3301,1639,1522,1457,1314,749,705. 
(01631 SUtWIlS 

N— (2-75/7x=^) -4- CN- {2~*f)V 
~n*J4)V) 7\;**lrW<>%T%Y («-l \ 

rap. 191-194"C(dec.>. 

1H NMR(270HHa, 0HS0-d6)«?PPB: 2.53(3H,s), 4,53(2H, 
d.J=5.9Hz), 4.88(2H,br.s), 6.60(lH,dd,J-6.6,8.1H 
z). 6.78(lH.d,J=7.3Hz). 6.97<lH,dd,J=7.3,fi.lHz), 
7.17(lR,d,J=7.3lfe), 7.29(lH,dd,J=5.1,B.llte), 7.47 
(2H.d.Jq8.1Kz). 7.77(lH,dd,J=1.5,8.1Ha), 7.97(2H, 
d,J=8.1Hz), 8.51(lH,dd,J-1.5,5.1Hz>, 9.06(lH,t,J= 
5.9Hz), 9.64(lH.s). 
lR<KBr)cij-l; 3261,1642,1523,1310,753. 
[0 164]^JSM16 

N- (2-75/7^-/1') -4- CN- (6-**/V 
7S/^f-/H ^yX7S F (£-1 : 
fc£ft#tl4 3) 
rap, 186-190^C(dec.). 

1H NMR(270MHz. DM90-d6) * PP ni: 2.36(3fl.s), 4.56(2H, 
d,J=5.9Hz), 4.88<2fl,s), 6.60(lH,dd,J=7.4,7.8Hz), 
6.78(lH.d.J=7.8Hz), 6.97(lH,dd.J=6.9,6.9H*).7.16(l 
H,d,J-7.4Hz). 7.37(lH,d,J=8.3Kz), 7.45(2H,d.J=$.3H 
z), 7.95(2H.<U«8.3Ha). 8.13(lH.dd.J^.0.8.3Hz), 
8.96(lH,e), 9.24(lH,t,J"5.9Hz>, 9.63(lH,br.s). 
lR(KBr)cm-ls 3302,1636,1602,1523.1489.1457,1313,75 
1. 

[0165128IM17 

N- (2-75/7x^/1/) -4- [N- (2 -7 DO 
z.nf-S<(/V) 75/**/H'<>'X7$H (£-1 : 

bp. m-nvciiec.). 

1H NMR(270i«te, WB0-<16) ffppm: 4.54(2H,t.J-5.9Ha), 
4.90(2H,br.s), 6.60(lH,ddd,M.5,7.3,7.3Kz), 6.78 
(lH,d,J*8.1Hs), 6.97(lK,ddd,J-1.5,7.3,7,3Hz),7.18 
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(lH,d,J=8.lHz), 7.48-7.54(3H.»>, 7. 94-7. 99(311, in), 
8.49<lH,dd,J=2.1,5.1Hz), 9.23(lH,br.t,J*5.9Hz). 9. 
65(lH,br.s). 

tR(KBr)ciM: 3264,1649,1524.1400,1309,751. 
[01 6 61SSSBW18 

N- (2-75^7x^/1/) -4- [N- (6-^no 
y 4 M 7 5 /-*f7H ^^X7 5 H 1 : 

op. 205-208"C(dec). 

lfl NMR(270MHz, DHS0-d6) ffppn: 5.57(2H,d,J=5.9Hz). 
6.60(lH,dd,J=*7.3,7.3Hz), 6.78(lR,d,J=fl.lHz). 6.96 
(lH,dd„W.3,8.lHz). 7.16(lR.d, J=8.1Hz), 7.45(2H, 
d.M.lfiz), 7.66(lH,d.J=8.8Hj;), 7.95(2H,d,J=8.1H 
z), 8.27-8.32(lM,8.90(lH,d,J>3.lHz>, 9.38(lH,t. 
J=5.9He), 9.63(lH,s>. 

lR(K8r)cin-l ; 3318 (br. ) , 2929. 1646, 1590, 1525, 1503, 14 
54,1108.745. 
[016718WJ19 

n- (2-7S/'7x=;l/) -4- (N--f yr.3f-y 

^yU7S>^f-^) /<VX75 \t (33-1 
1S3) 

mp. 234-237XJ{dec). 

1H NMR(270MHz, DMS0-d6) ffppm: 4.57(2H,t,J=5.9Hz), 
4.88(2H,hr.s), 6.59(lH,dd,J=6.6,7.3Hz), 6.78(lH,d, 
J-8.1HZ), 6.96(lH,dd,J=7.3,7.3Hz). 7.16(lH,d„W.3 
Hz), 7.45(2H,d,J=«.lHz), 7.81(2H,d,J»l. 5.4.4Hz), 
7.95(2H,d,J=8.1Hz), 8.75(2H,d,J=6.6Hz>, 9.41(lH,t, 
J=5.9Hz), 9.62(lH,br.s). 

I R (KBr)ciH : 3298, 1646, 1550. 1525, 1457, 1304, 843, 76 
0,695. 

[O168J2Ufe0?2O 

N- (2-75/7x=;U) -4- [N— (WJy- 
2 — f/l^> tfWzJVTHJtl-M *>XT$. I< (3? 
-1 :fo&m%\9\) 
op, 207*0 (dec.), 

lHM«C270MHz, DNS0*d6) <?ppm: 4.58(2H,d.J*5.9Hz), 
4.88<2H,br.s), 6.59(lH,dd,J*7.3,7.3Hz), 6.77(lH,d, 
J=8.1Hz), 6,94{lH,ddd,J=1.5, 7.3,8.1Hz), 7.15(lH,d, 
J^.3Hz), 7.45(2H,d,J=8.lHz), 7.93(2H,d,J=8.1Hz), 
8.77(lH,d,J=1.5Hz), 8.90(lH.d,J=2.1Hz), 9.2K1H, 
s), 9.55-9,61(2H,n). 

IR(KBr)ccrl; 3366<br. ) . 1657. 1524, 1455, 1295, 1023, 75 
1. 

tO 1 6 9] £Sfifl21 

N- [2-T5.S7x.Zji>) -4- tN- <f-sf7xy 
-2-4;l/> *fr#=WT*/*+M ^y^7S H 
<&-l:-fteif!3##201) 
up. 202-205XJ(dec.). 

1H NMR(270HHz, DKS0-d6) 0ppo: 4.52(2H,t,J=5.9Hz), 
4.88<2H.br.s), 6.60(lH,dd, j=6.6,7.3Hz), 6.78(lH,d, 



J=8.1Ha). 6.97(lH,dd,J^.3,8.1Hz), 7.15-7.18(2H, 
n), 7.43(2H,d,J=8.1Hz>. 7.78(lH,d,J=4.4). 7.82(1H, 
d.J«3.7Kz>, 7.95(2H,d,J=8.1Hz), 9.12<lH,br. t, J=5.9 _ 
Hz), 9.62(lH,br.s). 

IR(KBr) curl: 3306. 1633, 1523, 1456. 1297,750, 716. 
[0 17 0]^W12 2 

N- (2-7S/7x^) -4- [N- (79V-2 
-4 ;l/> ^;>^-/V75y>^J ^yX75 K (S- 
1 :-ffc#ftl3#205) 
np. 197Xl(dec.>. 

[01713 1H HWK270MHZ, DMS(HJ6) ?pp»: 4.59(2H. 
d,J=6.6Hz>, 4.86<2H,br.s), 6.59(lH,dd,J=6.6,6.6H 
z), 6.63(lH,dd..M.5,3.6Hz) ( 6.78(lH,d.J=8.1Hz), 
6.96(lH,dd,J=7.3.6.6Hz). 7.10-7.20<2H,id),7.41(2H, 
d,J-8.1Hz). 7.84(lH,s). 7.94<2H,d,J=*.lHz). 9.00(1 
H.br.t.J= 5.9Hz), 9.62(lH,s). 
IR(KBr)ciB-l: 3245,1651,1573, 1545,1323.1241.745. 

[0 172J8S&W2 3 

N- ( 2~TS.S7x.-lV) -4- [N- {YU-iV- 
2-4/t/) ^xK-/P7S»f-;H ^5/X7SH (3* 
-1 ifli6«!l3^20 9) 
np. 216-220 1 C(dce.) 

1H NMR(270!fflz, DMSCM6) £ppm: 4.50<2H,d,J=5.9Hz), 
4.88(2H.br.s), 6.10<lH,dd,J=2.1,5.9Hz). 6.59<lH,d 
d.J=7.3,7.3Hz), 6.77(lH,dd,M.5,B.lHz). 6.84-6.88 
(2H,tt), 6.97(l«,ddd,J=1.5,7.3,8.1Hz), 7.16(lH,d.Js 
7.3Hz), 7.41(2«,d,J=8.1Hz), 7.94(2«,d,J=8.1Hz), 8. 
62(lH,br.t,J=5,9Jfe), 9.62(lH,br.a). 
IR(KBr)cirl: 3275.1655,1584,1534,1458,1316,747. 
[0173] 55SS0U24 

N- ( 2-7S/7x-/l'> -4- [N- ( 1 -*+A> 
-lH-tn-;u-2—f;u) **4rrui'7 > «.Ax* 
*] ^VX75 H (35-1 s ■fli^ttl#^2 1 0 ) 
np. 177 179*0 (dec.). 

1H NMR(270KHz, DWS0-d6) tfppo; 3.84(3H,s), 4.46(2H, 
d,J=5.9Hz), 4.88(2H,br.s), 6.03(lN,dd,J=2.1,4.4H 
z), 6,59(lH,dd,J=8.1,8.1Hz), 6.77(lH,d,J=8.1Hz), 
6.84-6. 97<2H,n), 7.16(lH,d,J=7.3fe>, 7.41(2H,d,J= 
8.1Hz)v 7.93(2H,d,J=8.1Hz), 8,61(lH,t,J=5.9Hz), 9. 
62(lH,br.s), 

TR (KBr) curl i 3325(br. ) . 1630 , 1551 , 1520, 1507, 1324, 12 
65,1154,740. 
[0174JSIW25 

n- (2-75/7*=^) -4- [n~ (4 y-4W 
5H (st-1 : 1 2 > 

up. 183-185*C<dec.). 

1H NMH(270MHz, DMS0-d6) 6 ppm 4.3(2B,d,J=6.6Hz>, 
4.89(2H,br.s). 6.60(lH.dd.J-7.3.7.31b), 6.78(lH,d, 
J=7.3Hz), 6.97(lH,dd,J=7.3,8.1Hz), 7.12(lR,d,J=2.1 
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Hz), 7.16(lH.d.J=8.1Hz>, 7.44(2H.<J. J=S.lHz>. 7.9S 
(2K,d.J=8.lKz), 8.76UH,d,J=l,51fc), 9.6l(lH,t,J=5. 
9Hz). 9.64(lH,br.s>. 

IH(KBr)cn-l : 3278(br . ) , 1636. 1576, 1522. 1458, 1220. 74 
9. 

tO175]£8Sfi0J26 

N- (2-T$y?x-;U) -4- [N- (3 

^yX7§ K (&- 1 s ft^2 1 3 ) 
nip. 168-169"C. 

1H NMR(270MHz, DMS0-d6) ffppm: 2.47(3H,8), 4.54<2H, 
d,J=5.9Hz), 4.89(2H,br.B), 6.60(lH,dd, J=7.3,7.3H 
z). 6.78(lH.d,J=7.3Hz), 6.97(lH,ddd,J=1.0,7.3,8.lH 
a), 7.17(lH,d,J^.3Hz), 7.44(2H,d,J»8.1Hz), 7.73(1 
H.s). 7.96(2H.d.J=8.lHz), 9.44(lH.t,J=5.9Hz), 9.64 
UH.br.s). 

IR(KBr)cm-l: 3310,1637,1503,1294.751. 
[01761^6^27 

N- (2 -75/ 7x-.il/) -4- [N- < 4 S / V- 
JW-4— 'Ok) XfltfdVTSStWl "OXTS H 
<«-l : ■fk^ft#?-2 1 4 ) 
np. (amorphous) . 

1H NMRGTOMHz, DMS0-d6> fl-ppm: 4.49(2H,d, J=6.4Hz), 
4.87(2H.br.s), 6.59<lH,dd,J=6.9,6.9Hz), 6.77UH,d, 
J*6.9Hz), 6.96(lH,dd,J=7.4,7.4Kz), 7.l6(lH,d,J=6.9 
Hz). 7.41(2H,d,J=6,9Hz), 7.64<lH.br.s), 7.73(lK,b 
r.s), 7.92(2H,d,J=6.9Hz), 8.56(lH,br.t,J=6.4Hz) , 
9.6K1H.8), 12.5(lH,br.s). 
IR(KBr)cB-l: 3278<br. ) .1636, 1576, 1522, 1458, 1220,74 
9. 

[O177J&SSP028 

N- (2-7S/7xZ^) -4- CN- (3-TS-S 

l i\wm^2S^^a) 
op. m-m"c 

1H NMR(270MHz, DMS0-d6) *ppm: 4.34(2H,d,J«5.9Hz), 
5.24(4H,br.s), 6.48-6.63(4H.m). 6.78-6,81<lH,m.), 
6.94-7.00<2H,in), 7.18(lH.d,J=8.1Hz), 7.34(2H,d,J= 
8.1Hz), 7.92(2H.d,J=8.1lte), 8.50(lH,t, J=5.9Hz), 9. 
6K1H.S). 

[0 178]|W>j2 9 

N- (2-75^7 *-A-) -4- CN- (tfy^y- 

1 M^-18^74) 
mp. 127"C. 

1H NMR(270MHz, DMS0-d6) 8ppa: 3.84(2H,s), 4-40(2H, 
d.Jo5.8Hz), 7.15-7,29(3H,n). 7.37(lH,d.J=6.6Hz), 
7.43<2H,d,J=8.8Hz). 7.96<lH,a), 7.98(2H,d,J-8.8H 
z>, 8.40(lH.d.J«8.8Hz>, 8.79-8.87(3H,m), 10.20(1H, 
s). 



NO. 8302 P. 56 



ftfflJplO-l 52462 



{01791 HM501J3O 

N- (2~T$S7*=JV) -4- [N- [3- (BU 
j;y-3— -f yp) rntfJf^] TS^^] 
7 5 H (»- 1 : it^^7 5 c*b#ft) 
mp, 183-1861C. 

1H NMR(270MHz, 0M5O-d6) ffppn: 2.5l(2fl,t,J*7.3Hz), 
2.88(2H,d.J»7.3Ib), 4.31(2H,d,J=5.9lfe). 4.89(2H,b 
r.s), 6.60(lH,dd,J=7.3, 8.1Hz), G.78(lH,d,J*fl.lHz), 
6.97(lH,ddd,J=1.5,7.3,8.mz), 7.16(lH,d,J*«.lHz) l 
7.23(2B,d.J=«.8Hz), 7.26-7.33<lH,td>, 7.63{lH,d,J= 
8.1Hz), 7.89(2H,d,J=8.1Hz). 8.41-S.45(3H.in>. 9.62 
(lH.br. s). 

|fi(KBr)«ii-l: 3407,3313.1640,1552,1522,1456,1309,74 
6,717. 

1018 0] smmi 

N — {2-7*J7*=fr) -4- [N- [4- (tl) 

1^-3-4*) -l. 4-^^yrf-/i/]rs^ 

f/H ^X7S 1 : ^-^WS^l 0 0 ) 

up. 145-147"C(dec.). 

1H NMR<2TOHHz, DHS0-d6) S PP a: 2.37-2.50(2H,a>, 2.6 
2-2.68(2H,m), 4.13(2H.s), 4.86(2H,s), 6.56-6.61(1 

H, m), 6.76~6.79(lH,n), 6.94-6.99(1H,b). 7.10-7.39 
(4H,m), 7.43-7.46(lH,ra), 7.78<2H,d,.NB.lKz). 8.60- 
8.64(18,0), 9.58(lH,s). 

IR(KBr) crrl ; 3348, 1691, 1655. 1534, 1508, 1458. 1395. 131 
5,1083,746. 
[0 18lU&fcffl32 
N— -4- [N- ( 

y>V75H (£-1 :ft^»^158) 
HP. 199-201*0, 

1H NMR(270MHz. DMS0-d6) & ppa: 4.43<2H,d,J=6.6Kz), 
4.75(2H,s). 4.87(2H,br.s), 6.60<lH,dd,.W,3,8.1H 
z). 6.78<lH.d,J=8.1Hz), 6.97(lH,dd,J=7.3,8.1Hz), 
7.16(lH,d,J^8.1Rz), 7.37(2H.d.J=8.1lfe), 7.59(lH,d, 
J=2.2Hz), 7.93(2H,d,J=8.1Hz), 8.25(lH.d, J»1.5Hz), 
8.8l(lH,t,J=6.flfe), 9.64(lH,s). 
IH(KBr) cn-l;3288, 3058, 1675. 1633. 1523, 1457, 1314.91 
2,755. 

[D182] §5518133 

N- (2-7§/-5-^h4r^7*^) -4- CN 

- (tfyyy-3— i n>) sj-^r-fef-^rs/**- 

JW] <y*T$ V m- 1 : 7 5 ) 

up. 141-144"C. 

1H NMR(270KHz, FJHS0-d6) ffppm: 3.66(3H,s>, 4.43(2H, 
d,J=5.9Hz), 4.49(2H,br.s), 4.68(2H,s), 6.62(lH,dd, 
J=2.9,8.8Hz). 6.75(lH,d,J=8,8Hz), 6.91(lH,d,J=2.2H 
z), 7.37(4H,ra), 7.92(2H.d,J=8.BHz>. 8.21(lH,dd,J= 

I. 5.4.4Hz), 8.35<lH.d,J=2.7Hz), 8.8K1H.S). 9.65(1 
H.s). 
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10183 3 ^50134 

N- (2-rsy7x-;u) -4- EN- [3- (try 
yy-3— f/H -is 75./ 

^f-ZU] K (£- 1 : flMMW»9 8 ) 

ap. 204-206X1. 1 H NMR (270MHz, DMS 
0-d6) frppn; 4,08(4/3H,s), 4.39(4/3M,tJ, J=5.9H 
z>, 4.49(2/3H,d,Ji»5.9Hz>, 4.90(2H,br.s), 5.93(1/3 
H,s). 6.60(lH.t,J=7.3Hz>, 6.78<lH.d, J=8.1Ha). 6.97 
(lH.t,J=7.3Hz), 7.l6(lM,d,J=7.3Hz). 7.3-7.70H.n), 
7.8-8.4(3H,m), 8,6-9.2GH,m). 9.64<lH,s), 14.74(1 
/3H.8). (2 : 1 

IR(KBr)cm-l:32B2.1t590,lfi45,1527.1421. 1314,1217, 102 
8.994,911,753,701. 
[O184J^5S0!13 5 

N- ( 2-75>7*-/l') -4- [N— [N- (try 

XTSY (S-l Hfc&fe##9 6> 
op. (amorphous). 

1H NMM270HH3, DlGCHi6) t?ppm; 3.77(2H,d,=6.6Hz). 
4.37(2H.d,J=5.9Rz), 4.87(2H,br.s), 6.27<lH,t,J=5.9 
Hz), 6.60(lfl.dd,J=7.3,7.3Hz), 6.76(lH,d.7.3Hz>. 6. 
87(lH,d,J=8.1Hz). 6.96(lH,dd,J=7.3,8.1Hz), 7.09(1 
H.d.J=4.4Rz), 7.12(lH.d,J«4.4Hz), 7.l6<lH,<l,J-8. 1H 
z>, 7.33<2H,d,J*8.8Hz). 7,81(lH,d,J=4.4Hz), 7.91(2 
H.d,J^,3Hz>, 7.99(lH.d,J=2.9H3>, 8.59(lH.br.t.J» 
5.1Hz), 9.63(lH.br.s). 
\Wte)cw-li&3(),l&&,V5a5, 1502,1314,750. 
[0 1S5]£j|»j36 

N- {2-7HS7X-1V) -4- [N- (2-75/ 
<f-7V-fl/~4-<i)V) 7-bJ-)V7$./X*n>] 
75 K (£-1 :fl2#«a#t2 20) 
nip. (amorphous). 

1H NHR(270Mlfe, DMS0-d6) tfppra: 3.34(2H,s), 4.35(2H, 
d,J*5.9Wz), 4.87(2H.b>, 6.25(lH.s), 6.59(lH.dd.J= 
7.3.7.3Hz), 6.78(lH,d,J=7.3Hz). 6.87(2H,s), 6.96(1 
H,dd,J=7.3,7.3Hz), 7.16(lH,d,J^7.3Hz), 7.37(2H,d,J 
=8.1Hz), 7.93(2H.d,J=8.1H2). 8.44(lH,t.J=5.9Hz). 
9.62(1H,»). 
[O186]|Qfi0a37 

N- (2-75/7*^5 -4- EN- (JpyiJV- 
6—f/U) ^WsP^rSy^f-^] ^^75 F (£ 
-1 '.mm^23l) 
up. 209-210'C. 

1H NMH(270MHz, DMS0-d6) $PPm;4.62(2H,d,J=5.9Hz), 
4.88(2H.s), 6.6Q(lH.t,J^.7Hz), 6.78(lH,d,J=7.3H 
z), 6.95(lH,d,J=7.3Hz). 7.17(iH,d,J=7.3Hz>, 7.49(2 
H,d,J=8.8Hz), 7.62(lB,dd.J=4.4,8.1Hz). 7.96<2Ji,d.J 
=8.8Hz), 8.10(lR,d.J=8.8Hz), 8.23(lH.dd.J>G.2.8.8H 
z), 8.38(lH.n). 8.49(lH,d,J=8.1Hz), 8.5B(lH,s), 8. 
99(lH,s), 9.64UH.S). 



IR(KBr)cm-l:330l, 1640,1614, 1545, 1496. 1312,910,853, 
745. 

C0187]|^38 

N- < 2-75^7*-^) -4- EN- (7E? [3, 

2- b] VViSy-2-J}V) ^/VitfiATS/.Xf' 
>V\ <yXT§ H (*- 1 : ^«5#f-2 3 3 ) 

mp. 191*C(dec.), 

1H NMR(Z70NHz, 0MS0-<d6)*ppiu: 4.58<2H,d.J*5.91te), 
4.88(2H,s). 6.57-6.62(lH,ui), 6.76-6.79(lH,in), 6.93 
-6.99(lH,i»), 7.15-7.25<lH,n), 7.45-7.52(3H,n), 7.7 
4(lH,s), 7.95(2H,d,J=8.1Hz), 8.13(lH.d.J*8.8Hz), 
8.63(lH,d,J=3.7fe), 9.54(lH,t,J=5,9Hz). 9.64(lfl. 
s). 

IR (KBr) ejs-1 :3406, 1662. 1529, 1507. 1420, 1313, 1209, 113 
9,1170,1139, 924,741. 
[0 188]|gifeffl3 9 

N— ( 2— 75/7x— ;W) -4- EN- (?n [2. 

3- c] \£V'J>-2—4)V) */Vtf=JV'7§;x+ 
/H OX75 K 1 : ■fc£«i9#^2 3 4 ) 

mp. 210 , C<dec.). 

1H NMR(270HHz, DMSD-d6)(Jppi»: 4.58(2H.J=6.6Hz), 4. 
87(2H,s>. 6.57-6.62<lH.ffl), 6. 76-6. 79<1M. d} . 6.93- 
6.99(1H,p), 7.14-7.17(lH,o), 7.47(2H.d,J=8.1Hz), 
7.66(lH.s). 7.82(lH,d,J^4.4te), 7.96(2H.d, J=B.1H 
z). 8.48(lH,d,J-5.lHz). 9.06(lH,s), 9.60-4.64<2H, 
a). 

lR(KBr) cd-1:3320, 1653, 1632, 1598, 1457, 1424, 1308, 118 
7,1033,853,749. 
[O189J3WH40 

N- (2-tVu*ii/'7x.CiV) -4- [N-^ [3- 

(trys/y-s— -f/W 7ae*=^3 7S^f-M 

^X75 H (S-l : 4fr&!ffll#^l 2 5 ) 
up, (amorphous). 

1H NMR(270KHz. CD30D)t»ppm: 2.61 (2H,t, J=7.3Hz), 3. 

00(2H,t,J-7.3Hz>. 4.39(2H,s), 7.04(lH,ddd, J-l.5.8. 

1,8.1Hz), 7.25(2H,d,J=8.lHz), 7.33<lH,dd,J=5. 1.8.1 

Hz). 7.69(lH,d,J=8.1Hz), 7.85(2H,d, J=*.lHz), 7.86 

(lR,d,J=8.1Hz), 8.41(2B,br.s>. 

IR(ne»t)cn-l .-3276,1645,1614,1536, 1509,1435,1415, 13 

85,1333,1280,1247.1091.737. 

[ o 1 9 o ] $mm i 

N— (2-tKn*^7s-;u) -4- EN- (bryy 

5 K <£- 1 : -(k^ltl#f-9 3 ) 
mp. (amorphous). 

lH^HR (270MHz, DMSCH6) : 4.43(2H.d,J=6.6Hz), 4.69(2 
H,s), 6.83(lH,t,J=6.6Hz), 6.9l(lH,d,J=8.1Hz), 7.68 
<lH,d,J=6.6Hz), 7.o2<2H,d,J=«.lHz), 8.21(lH,d,J=4. 
4Hz), 8.35 (lH.d,J=2.2Hz). 8.81(lH,t.J«6.6flz), 9.4 
8(lH,s), 9.75(lH.s). 



04/08/2011 FRI 15:44 [TX/RX NO 7137] 



APR. 8. 2011 3:42PM CALFEE HALTER GRISWOLD 



NO. 8302 P. 58 



(50) 5.2462 



IR(KBr) cb-1 :3399, 1664. 1535 , 1236 , 1064 . 
[01911SSWH42 

N— {2-tYtt^l/-73L—}U) -4- [N — (fUi^ 
up. 201-202t, 

1H NMR(270HHz, DMS0-d6) 3ppn: 3.56(2H,s), 4.37(2H. 
d,J=5.9Hz), 6,83(lH,ddd,J«1.5,8.1,8.1Hz), 6.92UH, 
br.d. J-8. 1Hz) , 7. 03(1H, ddd. J*l. 5, 8. 1 , 8. 1Hz) ,7. 34 (1 
H,dd,J=3.7,8.1Hz), 7.37(2H,d,J=8.1Hz), 7.70(2H,d,J 
=8.1Hz). 7.91(2tt,d.J=8.1Hz), 8.45(lH.br.d,J=3.7H 
z), 8.49UIU), 8.73(lH,t,J-5.9Ha), 9.47(lH.s). 9. 
73UH,br.s). 

lR(KBr>cn-l :3272,3067. 1651, 1647 , 1598, 1536, 1455. 133 
4.1288,1194,1024,742. 
[0 1 9 2] £$6084 3 

N— ( 2-T5>7*-/l/) -4- [N- <t?!/J>y- 
3— \M **f7-fef-^-N- [3- (tf»J^V-3 

—fit) yuw rs^^f-^] <^r$ k (&- 
i iftsmmsi) 

rap. (amorphous) . 

1H NMR(270MHz, DMSCH6) *pph: 1.77-1, 93(2H, a), 2.5 
0-2.63(2H,n>, 3.16-3.30(2H,n), 4.63(1.2H,s), 4.71 
(0.8H,s), 4.88(1.2H,s), 4.95(0.8H.s), 5.05(2H,e), 
6.57-6.63(lH,ra>. 6.77-6. 79<1H,jb). 6.94-7. 00(lH.in), 
7.11-7. 42(5H,m) . 7.58-7. 64(1H,«), 7. 92-8. 02 (2H, a), 
8.1S-8.43(5H,m), 9.65(0.6H,s), 9.69(0.4H,s). (0 

[0193]&ttH44 

n- ( 2-ra^7x-;u) -4- [N-^f-A—N- 
(eytt"<9-4*> **isT*w 75 ./-xt* 

^X7$ H 1 : ffi*W99 2 ) 
BP. 117-120X1. 

1H NMR(270HHz, DMSO-d6) £ppni: 2.84 and 2. 99 (total 
3H,a), 4.60 and 4. 69 (total 2H,s), 4.90(2H,br.s), 
4.99 and 5.08(total 2H,s), 6.60(lH t dd,J*7.3,8.lH 
z), 6.78(lH,d,J=8.lHz), 6.97(lH,dd,J*7.3,7.3Hz), 
7.16(1H.«S. J=n-.3Ite> .7.3CH7. 43<4H,m) , 7.95 and 8.01 
(total 2H,d.J=8.1Hz), 8.17(lH.d,J=4.4Hz).8.31(lH, 
d,J»2.9Hz), 9.65 and 9.68(tote1 lH.br.s). (HMgR 

IR(KBr) curl :3298 , 1665, 1501 , 1425 , 1310, 1276 , 1254 . 107 
8,799,746,703. 
[01 94] MIMA 5 

N— (2—T^.S7x—)V) -4- CM- (trUW- 

3 — f /u> jre-t^e-r^rs/*?-^] *vX73 k 

(£-1 :^Wf9 5) <^1« 
(45-1) N- (ty^V-3— f;W) 
&x*;l>i*f.'l'388ing (2mmo 1 ) fcgSJfcpiJl 
<9I§ (1-4) T»Mufcflsa*l6 3 8ing (2mm 



o I ) SX^-/Wc*«U 4 0-~5O°Cfc2. 5ft 

satajww:. MwusHiiit*wu, xjs-m 

ml fcX^V-X— f ;P3 in 1 TSfefr Lfc . tt&hA&ftt 
ttflU N— [2- (N-tert-yKWMt 
/W) TS^7x^] -4- [N- (tfy$^>'-3-<f 
*) tf^irfc-f/l^/'.X^H ^fX^S F7 24m 
g (l«*749b) fcfSfc. 

1H NMR (270MHz, DHSO-46) *ppm: 1.44(9H,s), 4.49(2H, 
d,J-5.9Hz), 7.1O-7.30(2H,n), 7.35-7. 57<5H.«i), 7.93 
(2K,d,J=8.Ub). 8.21 (lH,br.d,J=5. lite), 8.35(lH,dd. 
J=l. 5,5.1Hz), 8.68(lH,br.s), 9.00(lH,d.«W2.9Hz).' 
9.70(lH,t,J=5.9Hz), 9.82(lH,s>. 10.98(lH,b r .s). 
[0195] (45-2) JM (45-l)<^b^J 
7 2 0mg£.rfpV-/t>8mt£ig»SU 4$JgJg®~ 
^JrW^afiS8m 1 $fax.tz. 3WSttt, ^KS 

-l/lTlSS&ftU @f»fo2 8 Omg 
up. 254-258'C(dec.) 

1H NMR(270MHs, DHSCW6) frppra: 4.67(2H,d, J=5.9Kz) , 
4.89(2H,br.s), 6.59(lH,dd,J=7.3Hz>, 6.77(lH,4. J=S. 
1Hz), 6.97(lH,dd,J=6.6,7.3Hz), 7.16(lH.d,J*8.1H<5), 
7.38-7.44(1H,ib). 7.43(2H,d.J=8.1Hz), 7.95(2H,d,J» 
8.1Hz), 8.18-8.24(lH,n), 6.34(lH,dd,J»1.5,4.4Hz), 
9.00<lH,d.Ja2.1Hz>, 9.63(lH,s), 9-69(lH.br.t,J=6.6 
Hz), 10.97(lH,br.s). 

IR (KBr, CB-1) :3312,3270, 1663 , 1636,1521 , 1312, 1296, 10 
19 

[0196J33ttW46 

N- (2~T%J7x.-lV) -4- [N- (tUs^- 

(4 6-1) *SHfrM*y*4 (60^il«JgS) ' 
0. 2 2s (5. 5mmo 1 ) <ODMF (2ml ) 
fg£, 3-hb*R^tfJ^V0. 48g (5. Omm 
o 1 ) <ODMP (2ml) mftftttrarFLfcfe 1 

ifK te rt-^^x^f-^0. 81ml (5. 5 
mmo 1 ) W»£. *»TC1BSH. £fiT2l$iaflBf 
U:. IHRxfvl'VfUlUfe. STOfc 

flmMMraMM. sett. 8sss-s?£LTft«ife» 

A:|^BftXf-^=5: 1) TffiSiriifcteiO, 3- 
tr 1)^*^4*81 t e r t -•7+/UXZ. J j L n>0 . 3 

4g W32, 5%) smsMmtiTm:. 

lHNHR(27WWz, CDC13)»ppo: 1.49(9H,s), 4.56(2H, 
e), 7.18-7.24<2H,n), 8.26<lH,dd, J=1.5,3-6Ha) , 8.32 
<lH,d,J=2.9Hz). 

[0197] (46-2) m (46-l)<0ft^ti) 
0. 14g (O..67mmo 1 ) O^na^^y (2 
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m 1 ) tm^h U 7)V*m®2m 1 *DD^T£iaT3 

Tt^jni, mi>mft&ms «*»■*-*£ tie* 

Os 3 - tr tl S^Utf* ^IffiS h V 7/1/:* 0 . 1 
5 s (HW8 3. 8%) S-^SmS^i: LTf^s. 
1H NMR<270MHz, D>GO-d6) ffppm; 4,86(2H.s), 7.57(1H, 
d<W*4.4.8.1Hz>, 7.67(tH,ddd,J=1.5,1.5,8.8Hz)', 8-3 
l(lH.d,J=5.Ufe), 8.46(lH.d.J=2.lHz), t3.00(lH,br. 
a). 

[0198] (46^3) X§ (46-2) 
100mg(0. 3 7mjno 1) J3j:UfgUfi0!jl<?5lS 

(1-4) •C^&iut'fl:£!|$l25 5mg (0, 75mm 
o t ) ^no^^y(5ml) SS^tehUx^ 
75 VO. 14ml (1. Ommo 1 ) Iftlt ?X$L 
yi, ^?$T2-^tJn-l, 5*V'J~ 
t?.U9n?<i Y 1 4 0ms (0. 8 3mmo 1 ) 

oB^^<6mi) ftffitttJt. iiifi2-e#f&3-tt'3: 

toi99) *isjs*^nftfi*r«fesi^. m 

77 <- (BiS£x^:.X?>-/P=10 ; 1 ) YftK 
t*tfcfcJ:D, N— [2- <N-te rt~7>*S/ 
^;l^ff-/W) 7$^7xX/t>] -4- [N- (tTU^ 
-3-^) *+VT*+*rlSXWi 1>*7$. 
YO. 37g (gSM) S*fe«l««Jfc l/tftfc. 
mp. 154-155X3 

1H NMR(270Wb, CDC13) ffppin: 1.52(9H.s). 4.62(2H, 
8), 4.63(2H,d,J=7.3H2) 1 6.76(IH,br.5), 6.90-7.00(1 
H,br.a>, 7.15-7.35(5H,m), 7.40(2H,d, J«8.1Hz),7.82 
<lFl.d,J-8.11fe), 7.95(2H,d,J=8.1Hz>, 8.32<lH.dd.J= 
2.1.4.4Hz), 8.37(lH.d,J=2.8H3). 9.20<lH,br.s). 
[0200] (46-4) 3^(4 6-3) (^k^fiS 
175mg(0. 3 7mmo I ) <f)if^^fy (2m 

i ) -x?^-;K2mi) muz, im&m-v* 

W(2mi) *jpita&e2««a«WLfc. «6ft 

fflUtEft&srz, easts £ttt ao, n- (2-7 

-4- [N- (K»jy>'-3-'(/V') * 
^J/7-fet/l'7S^^W] ^y^73K9 0mg (JR 

$64. 696) m&mtoti-zwz, 

1H NMR(270MHz, DMS0-d6) <?ppm: 4.42(2H,d,J=5.9Hz), 
4.69(2H,s), 4,89(2H,br.s>, 6.59(lH,dd.J^.3,8.lH 
z), 6.7B(lH,d,J=8.1Ha), 6.97(lH.dd,J=6.6,7.3Hz), 
7.16(lH,d,J=7.3Kz). 7.33-7,39(4H.u). 7.92(2H,d,J= 
8.1«z), 8.21(lH.dd.J=1.5,4.4Hz), 8.35(lH,d,J=2.9H 
z), 8.80(lH,br.t,J«5.9Hz), 9.63 (lH.br. a). 
[R(KBr)cnr-l: 3307. 1672, 1631, 1523, 1456, 1429, 1269. 12 



31,803,756, 
[02011HJM4 7 

N- (2-7«./7«S*> -4- [N- [2- (tf'J 
1>V--}~4A>) ^i*-] rne^=^75/>f-^3 
*yX7S H <*-4 : fls*4W^3 ) 
(02023 (47-1) JtoWW-hUfrA (608S 
JftRWB) 1- 20g (30. Ommol)<0$8&DM 
P (10m DSffifte, SSfi?3-tHP*5/tfy$> 
V2. 85s (3 0mmol ) O&jlSDMF (10m 

i ) mm* a omfteas* $teWr#£iSTU: 

ft, SSB-C9 OftJBKfr'lfc. *H?Tf*!iS&5-l OX: 
tefite***<5> 2 -rn^rnfit t e r t -7f- 
^x*f/U6. 28 g (3 0mmb 1 ) *>?SiiDMF 
(10ml) «RSS:^^K}Srf Ufcft. 

ft. BWPd-A^ttBUft. mwift. *s awws* 
kn. w^lt* miasm* s^y*? 

^5A?n*7b^97 ( n-^^y : PSrxf- 
^=2 : 1) ■&8miZ.biZ&*)2- (K'JfV-3 
IV) $*i/7U t^Vie t e r t -7^/l/X*? 
IV 4. 1 5s <JR#6 2X> ^feJW^irkUTH 
fc. 

lH-NMR(270MKz, CDC13) ffppn: 1.44(9H,s). 1.61 (3H.d, 
J=7.3Hz), 4.66(lH,q,J=7.3Hz), 7. 13-7.23(2H,m) B.24 
(lH.dd.J=1.5,4.4Hz), 8.29(^^,^.1112). 

[0203] (47-2) Xm{47-l)X-ftMt 
•Sftl. 65g (7. 4mmo 1 ) ©^Bd^^^ 

(9ml) feffl£3 O'CWTZmrMX'hV 7)V* 
ottM ( 9m I ) Sr2Bi>tft, MMTB«mNttt«. 

$§38a#£Lfcft, y-f yyptf*«-f*e»t, «r 
-3— f^>*^^roe*>« M;7*^omyw 

1. 86g («943. 5X) &»J?8fiS«:kUT^ 

U-NHR(270MHz, DMSO-46) 8 ppm 1.53(3fl.d,J=6.6te), 
5.12(lH,q.J=6.6Hz), 7. 60-7. 75 (2H, a), 8.35(lH.d,J= 
5.1Hz), 8.47(lH,e), l2.9(lH,br.s). 

[02043 (47-3) J3* (47-2 ) XWttt, 
mo. 98g(3. 5mmo 1 ) . SiM 1 *)Ig 

(1-4) mt4h"^tel. 02g (3. Ommo l) 
fci/?tm.X$»V (2 Oml ) teSSS^-tifcft. b'Jx 
i-lUT^yi. 3ml (9. Ommo I > ttotftftl 

K.mr. z-?nn-i, 

=»>i»$>p?>fHO. 59g(3. SmmoDO^ 
nn^^V (5ml) SJfifcSSTLfcft, $hHZ2m 

- (Sffijp:^ : 10:1) T^tS^ 

k«=*0N- [2- (N-tcrt-T'b^^/l/^ 
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;U7S^> 7x=/H -4- CN- [3- (tf'J^V- 
3 -4fr) ^d^ro**-^] 7S *f* 
731*1. 64g*l, 3-s>*f7l'-2— 1" a^VU 

lB-NW(270MJfe, CDC13)ffPpn: 1.51(9H,e), 1.64<3H,d, 
J*7.3Hz). 4.54<2H,p),4.78(lH,q,J=6.6Hz), 6,87(2H,b 
r.s), 7.13-7.30(6H.ai>, 7.81<lH,d. J-7.3Hz),7.90(2H, 
d.JsB.lHz), 8.29(lH,dd,J=1.5,4.4Hz), 8.33(lH.d,J= 
2.1Hz). 9.22(lH,br.s). 

[02051(47-4) iDg (4 7-3) T^fctt 

Mil. *A**v#*+y dowi ) 
(4ml) fcWMU:. WT4*JWW-*»***3' 

iSfs ( i om i > &inA, 2^sffi^u?t. ttmnr* 
x^u) -4- [n— C2- f;u) * 

Is (2stepsTlK^60. 5%) SS&SftfcU 

[0206] up. 171-173lC(dec.). 
lR-NHR(270HHz.DMSD-d6) <5 P po:1.51(3H,d, J=6.6Kz> , 4. 
36(2H,d,J=5.9H8), 4.89(2H,br.s). 4.90(lH,t, J*=6.6H 
z). e.MUH.dd.J^.ejJHa), 6.78(lH.d.J-fi.lHz), 
6.97<lK,dd,J-6.6,7.3Hz), 7.15(lH,d,.J=?.3Hz) . 7.27 
(2H,d,J*8.1Hz), 7.33-7.37 (2H,d). 7.89(2H,d,J»8.1H 
z>, 8.21(lH,dd.J=2.9,2.9Hz). 8.32(lH.d.J=1.5Hz), 
8.82(lH,t,J=5.9Ha), 9.63<lH.br.s). 
'[02Q7)2?ffiffl4B 

N- (2-T$.J7x-lV) -4- [N- (tfUS'V- 
3—f;v) X hdp^;v^n;U73y^f-/H ^X7 
SH :<fc£!»l?Hl8 2)<0#fili 

(48-1) 3-t?U^»^/'-/l<'384nig 
(3. 52mmo 1) ft 5m 1 OUffiTHFICftftU 
N. N ' -^^^S^/-/U5 2 3mg (3. 
22mmo 1 ) ££i&TflO*.fc. lPSISJJSftLfcia, % 
Wll«rS{l-4)«flj«|l. Og (2. 9 3m 
mo 1 ) cOE$THF$giS6m I fcflB*fe, 
[0208] Stat^-^^cSSk, ^oa*M100m 
l&Jn*. *2 0ml*C'3III8^Ufe, oi,vefiS5fH£(g 

$E®£!^ S^U^^/^^A^n^h^?^- (? 
ptJtfWA : * * /-*» 3 0:1) t«8}U N - 
[2- (N-tert-^h^r^/^a/l/) 75/7 
xJWH -4- [N- f)i>) 
*H\,tf^7$S*Wl OXTZYl. 2 7g&7 

1H NMR (270MHz, CDC13) flppm: 1.51<9H,s), 4.45(2H,d. 
J=5.9Hz), 5. 16<1H. s) ,7. 10-7. 50(7H. w> , 7.70<lH.d,J= 



8.1Hz), 7.80(ia,d,J=7.3Hz), 7.S(lH,d.J=8.1Hz) ( 8. 

57UH,d.J=4.4Hz), 8.63<lH,s), 9.17UH.8). 
[02093 (48-2) X® (48-1)^^15 
1 . 2 g ( 2 . 8mm o I ) £.* 9 J— /H Om 1 CIS 

HUfc. 4^fflK-y*^ > 9-V»ffi2 0mlS:Sni, 

U WffilXO. 88gcOtSft«:tl/2. OWCX*./- 
n'16n»ltS«ftfc4fV\ N- (2-75/7x=. 

/vo -4- [n— (tfyi^y-3--fA') ^b^** 

^=./l/7S//f-;H '<yX731<66 8mg ()R¥7 
3%) S:#Jt. 

[0 2l0 3np. 159-l6ffC, 
1H NHR(270KH8, DMSO-dS) tfppn: 4.28(2H,d,J*5.9Hz), 
4.86(2H.s), 5.10(2H,s). 6.60(lH.t,J«7.3Hz). 6.78(1 
H,d.J=7Hz>. 6.97(lH,t,J^Hz). 7.17(lH,d,J=8Hz), 7. 
30-7.50GH,b). 7.78(lH,d,J«6flz), 7,93(2H.d 1 J»8Hz). 

8.53(lH,d.J=3.7Hz), 8.59(lH.s), 9.61(lH,s). 
IR(KBr)aK: 3295,1648.1541.1508.1457,1309,1183,74 
2. 

mm* 8 1 ®w)imzx o . n*tW4 9 frt>mm 

P . ) , 1H NMR, IROiHiJimfcjSf . 
[021118JW49 

N- (2-75/7x^) -4- [N— (ly'S/ltf 
dfi/^;HK=^) 79 ^fX73 H (R- 
1 

OP. 174-178TC. 

1H NMR(270KHz, DHS0-d6) *ppo; 4.28(2H,d, J=5,9Hz). 
4.89(2H,br.s) r 5.06(2H,s), 6.59(lH,dd.J=7.3,8.1H 
z), 6.78(l«.d.J=8.1Hz), 6.97(lH,dd,>7.3,8.1Hz), 
7.16<lH,d,J=7.3Hz). 7.30-7.40(ffl,D) , 7.93(3H,m), 
9.63(lH,a). 

IR(KBf)cn-lr 3332.1687.1652,1536,1456,1279,747, 
[0212J5W350 

N— (2-75/7x-;W) -4- [N- (4- (-f 5 
ys/~b- l—f/v) ^yyp) srdf^^sKr^75 
y^f-/k] 'O'^a I s <£- 1 ; <t^S#4 7) 
BP, 195-198X5. 

1H NHR(270MHz, DMS0-d6) &Ppn: 4.29(2H,d,J^6.6Hz), 
4.88(2H,s), 5.10(2H,s), 6.60-6.63(lH,ra), 6.78(1H, 
d,J=8.1Hz), 6.97(lH,t,J»7.3Hz), 7.11(lH,s), 7.16(1 
H,d,J^.3Hz), 7.37(2H.d,J=8.lHz), 7.49(2H,d,J=8.8H 
z), 7.66(2H r d,J=8.lHz). 7.74(lH.s), 7.9&-7.960H, 
in), 8.25(lH,s), 9.62(lH,s). 
[0 2 133 SSMJ5 1 

N- (2-75/7x-^) -4- [N— (t'J^- 
2-f^) > b^^^^75/Xf-^3 OX7 1 
(^-1 :ft^fSl«^l7l) 
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bp. 166-167*0. 

1H NHR (270Hte, DMSO-d6) Sppm; 4,30(2H,d,J=5.9Hz), 
4.88(2H,br.s). 5.12(2H,s). 6.60(lH,dd,J*7.3,8.1H 
z), 6.78(lH,d,J=8.lHz), 6.97(lH,ddd..M.5,7.3.8.1H 
t), 7.16(lH,d,J=7.3Hz), 7.33(lH,dd,J=3.7,7.3Hs), 
7.40(3H 1 d 1 J=8.1Hz> l 7.83(lH.dda,M.5,7.3 r 8.1Hz>, 
7.94(2H,d,J=8.1Hz), 8.03(lH,t,J=5.9Hsf), 8.55(lH,d. 
J=5.1lte), 9.62(lH.br.s). 
IR(KBr)cp-l: 3334, 1694, 1632, 1580, 1276, 755. 

N- ( 2-T$S7x=.)V) -4- [N- [2- (t?>J 

*y*TZ V 1 i <fcA*fMM 7 2 ) 
up. 146-148'C. 

1H NMR(270«Hz, DMSO-d6) *ppa: 3.04(2H.t.J=6.6Hz) , 
4.23<2H,d.J=5.9Hz). 4.36(2H,t,J«6.6Hz), 4.88<2H,b 
r.s), 6.60(lB,dd.J^.3,8.1Kz). 6.78<lH,d,J=84Hz>, 

6.97(lH,dd.J^.3,8.1Kz), 7.15-7,30(3H,n) , 7.34(2 
R,d,J=8.1Hz), 7.69-7.77(2M.m>. 7.92(2H,d,J=7.3Hz), 

8.S0(lH,d>4.4Hz). 9.62(lH.br.s). 
!R(KBr}cn-l: 3330, 1690, 1633, 1594, 1524, 1277,760. 

[O215I&JB0S53 

N- (2~T$JVx2JV) -4- [N~ ($-*+A> 

/l>] «>>X7\ H (*- 1 : ft-MM 17 9) 
MP. 13B*C. 

1H NHR(270MHz, DMSO-d6) $pp«i ; 2.47<3B.s), 4.30(2 
H,d,Jb5.9Hz), 5.07(4H,e). 6.63(lH,t,J=8.1Hz), 6.80 
(lH,d,J=7.34), 6.98(lH,t,J=8.1Hz), 7.18(3H,d,J^.3 
Hz), 7,40<2H,d,J=8.1Hz), 7.71<*.H,t.J=8.1Hz>. 7.94 
(2H,d,J«8.1te), 8.03(lH,t,J=5.9Hz>, 9.66(lH.s). 
lR<KBr)cn-l: 3335,1693,1634.1259. 

[0216] mm* 

N- (2-T.$/7x~fr) -4- [N— [2- (KU 

H («- 1 : flte»#S83 ) 
op. 120-125*0. 

1H NMR(270MHz, DMSCW6) <?ppo ; 2.91(2H,t, J=6.6Hz) . 
4.22<4H,t.J-6.6Hz), 4.89(2H,s), 6.55-6.63(lH,n), 
6.78(lH,dd.J=8. 1.1.5Hz), 6.97(lH,t.J=6.6Hz),7.17(l 
H,d,J=6.6Hz). 7.33(3H.d,Jf8.lHz), ?.89(lH,d,J=8.1H 
z), 7.79(lH.t,J=6.6Hz), 7.93(2H,d,J=8,0Hz), 8.43- 
B.49(2H.a), 9.62(lH,s). 
JR(KBr)cit-l ! 3234. 1705, 1655, 1260. 
[02l7]g»|55 

N- (2-T$>'7x-/V> -4- [N- [3- (tTU 

^-3-w;v) roe^^-^/^ryi'] 75 .ax 

^VXTS MS- 1 : ^^5^-84 ) 
up. 121-124*0. 

1H NHR(270NHz. DHS0-<16) *ppm: 1 . 83-1 . 94<2H T nO , 2.6 



7(2H,t,J=7.3Hz), 3.98(2H.t,J=6.6Hz), 4.26(2H,d,J= 
5.9Hz), 4.89(2H,br.s), 6.60<lH.dd.J=8.1,a.lHz), 6- 
78(lH,d,J«7.3Hz). 6.W(lH,ddd,J=1.5,7.3,8.1Ha), 7. 
16 (lH.d, 1Hz) ,7. 29-7. 33(1H, □) , 7. 37UH.d, J=8. 1H 
z), 7.64<lH,d.J«8.1Hz), 7.81(lH.dd,J=5.9.6.6Hz). 
7.94(2H,d,J=8.1Hz). 8.40-8.44(2H,n), 9.63(lH,br. 
s). 

JR(KBr)cth-l: 3348,1696.1635,1523,1458,1302.1272.11 
41,1019.754.713. 
[0218JS3BW56 

N- (2-7 , 3-/7*-;l') -4- EN- <2->?7U 

/VI <yX75K (8-1 Mt^M^-14 2) 
np. 164-165*0. 

1H NMR(270HHz, DHS0-d6) «>ppm : 2.49(3H.8), 4.28(2 
H,d,J=«.6Hz) I 4.89(2H.s), 5.10(2H,8), 6.60<lH,t,J= 
6.6Hz), 6.78(lH,d,J=8.1Hz), 6.90aH,t,J=7.3Hz), 7. 
17(lH,d,J=f.3Hz), 7.21-7.26UH,!ii), 7.37<2fl,d,J=8.1 
Hz), 7.68(lH,d,J*6.6Hz), 7.92-8.00(3H.ni), 8.39UH. 
d,J=4.4Hz), 9.62(lH,o). 
lR(KBr)cm-l! 3332,1719.1630.1260. 
{02193 ^1157 
N- (2-7*S/7*~/U> -4- [N- 
t;y J'?- 3-4/1/) j(h*!/*/Wf=7U7fi^f- 
M O-^T S K <»- 1 : flsMWH 4 4 ) 
■p. 164-165*0. 

1H NKR (270MHz, DMSCH6) *ppii : 2-46 (3H,s), 4-27(2 
H,d.J>6.6Hz), 4.88(2H,s), 5.05(2H,a), 6.59(lH,dt,J 
=1.5,8.1Hz), 6.78(lH,dd,J=8,l,l,5Hz), 6,97(lH,dt,J 
*1.5,7.3Hz), 7.17(lH,d,J*7.3Hz), 7.26(1H d,J=8.1H 
z). 7.36(2H,d,J=8.1Hz), 7.67(lH,dd.>8.1.2.2Hz) 1 
7.93(3H,d,J=8.1Ka), 8.45(lH.d,J-1.5lte), 9.62(1H. 
a). 

IR(KBr)csi-l: 3293.1701,1632,1260. 
'0 220]fSSfiffl5 3 

N- (2-75/7x^;W -4- [N- (2-^CD 

/W XfX73 H («- 1 : 5 5 ) 

op. (amorphous) . 

1H NMR(270MHz,.D>eO-<l6) appro: 4,30(2H,d r J=5.9Hz), 
5.00(2H.s), 5.l3(2H,s), 6.61(lH,t,J^.3Hz), 6.79 

(lB,dd,J=8.1.1.Ste). 6.98(lH,dt,J=1.5,7.3Hz),7.17 

(lH,d,J-S.6Hz), 7.39(2H,d,J=8.8Hz), 7.47-7.52C1H, 

a), 7.91-7. 96(3H, n), 8.08(lH,t,J=5,9Hz), 8.40(lH.d 

d,J*4.4,1.5Hz), 9.64<lH.s). 

IR(KBr)cm-l: 3340,1702,1632,1273. 
(0221)1^59 

N- (2-7S/7xX;W> -4- [N— 

;H <yXTS t< (*R- 1 : jEdlKl 5 7 ) 
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up. 180-18^0. 

1H NMR(270HHz, DMSO-d6) frppu : 4.24(2H,d,J=5.9Hz), 
4.89<2H,br.e), 5.10(2H,8), 6.60(lH.t„f"7,3Hz>. 6. 
78(lH,d,^8.1lte>, 6.97(lH,dt„M.5.8.1Hz). 7.16(1 
H,d,J=6.6Hz), 7,37<2H,d,J*8,llte). 7.56(lH,d,J=>8.1H 
z), 7.85-8.02(4H,a}, 8.44(lH,d,JM2.ZKz), 9.62(1H. 
s). 

IR(KBr)cm-l: 3346,3282.1696,1533.1271. 

[0222] mm$o 

n— (2-rs^7x-;^) -4- [n— (wvy- 

4-<f /W) ^ V+tebMfsW*./ *1->\>l OX7 
5F ($-1 :<MMm*18l) 
hp. 180-183"*:. 

1H NMH<270Mlfe, DHS0-d6) tfppm: 4.30(2H,d,J=6.6Hz), 
4,89(2H,6), 5.12(2H,s), 6.60(lH,dd„W.3,7.3Hz), 
6.78(lH.dd,^1.5,7.3Hz). 6.97(lH,ddd,J=i,5,7.3,8.1 
Hz). 7.16(lR,d,J-7.3H?), 7.34(2H.d,J=5.9Hz), 7.39 
(2H,d,J=8.1(te). 7.94(2H,d,J=8.1Hz), 8.09(lH.t,J=5, 
9Hz). 8.57(lH,d), 9.64(lH,br.s). 
IR(KBr)cia-l : 3394, 3290, 1711, 1645. 1624, 1535, 1504, 13 
21,1251,1138,1049,763. 
[0 22 33 Kij*fiffl61 

N- (2-7S/7x^) -4- [N- [2- {tt 

/VI 1>X7$ F (55-1 : flS£$Jj#^2 0 3 ) 
up. (anorphous). 

1H NMR(270MHs, »E[H16> tfppn ; 2.90(2H,t,J*7.3Kz), 
4.17-4.26(4H,n), 4.89(2H.s), 6.60(lH,t.J*8.1Hz), 
6.78<lH,d,J=6.6Hz), 6.97(lH,t„K.3Hz). 7.06(lH,d, 
J=5.1Ha), 7,l7(lH,d.J=7.3Hz), 7.26(lH,e), 7.36(2H, 
d,J=8.1lfe), 7.47(lH,t.J=2.2Hz), 7.81(lR,t.J=5.9H 
z), 7.93(2H,d,J=8,lJJz), 9.63(lH.s), 
IR (KBr)cn-l : 3314, 1716, 1638. 1252. 
[0 2 24]JgjSfifc|6 2 

N- ( 2-7*Sy7x=Jk) -4- [N- (3-7x- 
**iVl «.>>X7!i F 1 : ft£tt*92 1 1 > 

bp. m-mc, 

1H NMR (270MHz, DHS0-d6) 0ppn; 4.30(2H,d.J=5.9Hz), 
4.89<2H,s), 5.25(2H,s), 6.60<lH,t,J=6.6Hz), 6.68(1 
H.d,J=8.1Hz), 6.94(lH,t,J=7.3Ha), 7.09(lH,s). 7.16 
(lH,d,J=7.3Hz), 7.39(2H,d,J»8.1Hz). 7,51(4H,d,J=2. 
2Hz), 7,67-7.96(5H..d), 8.12<lH.t>5.9Hz), 9.63(1 
H,s). 

IR(KBr) curl ; 3292, 1718, 1630, 1262. 
[0 2 2 5]S®{5ffl63 

N- (2-75^7x^/1/) -4- [N- <+7>/-fr 
-5-4/1/) *h*i'*>W2.t\>T!iS*i<M Ky* 
7SF (S-l \fci$SSm2l( > ) 
op. (amorphous). 
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1H NMR(270MH3, DMS0-d6) <?PPt»: 4.28(2H,d,M.9Hz), 

4.91(2H,br.a>, 5.30(2H,s), 6.60<lH,dd.J*7.3,7.3H 

z). 6.78(lH,d,J«6.1Ha). 6.97(lH,dd,J^7.3,8.1Hz), 

7.16(lH.d,J^.'3Hz), 7.36(2H,d,J=8.1Hz), 7.91-8.00 

(4H.B). 9.09OH,s).9.63(lH.s). 

IR(KBr)cD-l: 3346(bT.),1697,1636,1525,1456,1271,87 

3,753. 

[O22 6JH&0U64 

N- (2-7§y7x-/>) -4- [N- [2- (4- 

*y*7$ F ($- 1 : ftiW?2 1 

7) 

UP. 130-133X:. 

1H NMR(270tfflz, DMS0-d6)^ppp; 2.32<3H,s). 3.07(2 
H,t,J*5.9Hz), 4.15(2H,t.J=5.9Hz), 4.25(2H.d.J«6.6H 
z), 4.89(2H,s>, G.60(lH,t.J*5.9Hz), 6.78(lH,dd,J- 
7.3.1.5Hz). 6.97(lH,dt.J=1.5,7.3Hz), 7.16(lH.d,J= 
8.1Hz), 7.35(2H,d,J=a,lHz). 7.83(lH,t,J=5.9Hz), 7. 
94(2H,d,J-8.1Hz), 8.85(lH,s), 9.62(1H,8). 
IR(KBr)ein-l: 3350,1691.1633,1270. 
[0227]gSffiffl65 

N- (2-7S/7x^H -4- CN- (l-**/> 
ills) * Y*iistnWZ.)},7$;*+ 
^X7S F («- 1 s itisWftl 2 5 ) 
ap. 130-135C. 

1H NMR(270MHz, DHS0-d6) * P P ra : 1,49-1. 78 (3H.n). 1. 
83-2.0K3H,ni). 2.30(3H,s), 2.85(2H,s), 3.74-3.94(2 
H,m>. 4.25(2H,d,J=5.8Hz), 6.55-6.62(3H,n>, 6.78(1 
H.d,J=8.lHz). 6.97(lH,t,J=7.3Hz), 7.16(lH,d.J=8.lH 
z), 7.37(2H,d,J=8.1Hz). 7.79(lH,t,J=6.6Hz), 7,93(2 
H,d.J=8,0Hz), 9.66(lH.s), 
!R(KBr)cqi-lJ 3323,2722,1702.1648,1263. 
[0228] £ttN6 6 

N- (2-7Sy7x^) -4- CN- (4-jt+A, 
e^y*- i — f ^) X K^tf/l/sifcyi'TS/.** 

<?*7 5 F (3*- 1 : ^ffi)*^2 2 7 ) 
HP. (amorphous). 

1H NMR(270MHz, DHS0-d6) Sppn: l,73(2H,t,J=6.6Hz), 
2.36-2.63(13H,n), 4.00(2H,t,J=6.6te>, 4.30(2H,d,J 
*5.BHz), 6.55-6.63(4H,pO, 6.78(lR,d,J=6.6Hz), 6.97 
(lH,t,J=ff.3Hz), 7.16(lH,d,J*7.3Hz), 7.37(2H,d.J=8. 
7Hz), 7.73(lH.t,J=5.9Hz), 7.94<2H,d.J=8.0Hz), 9.66 
(lH.s). 

lR(KBr)cB-l; 3341,2706.1701,1262. 

[0229] mtm67 

N- (2~T$.S7x^Jl>) -4- CN- (f-h^tF 
079>'-3-'f/l') * Wis* ll*&ZfrTS Sti- 
nt} <>X7$ F («- 1 : fliMWM- 2 2 1 ) 
up. (anorphou8) . 

1H NNR(270MHz, DMStW6)*p P ai: 1. 50-1.60(lH,o), 1.8 



04/08/2011 FRI 15:44 [TX/RX NO 7137] g|062 



APR. 8. 2011 3:43PM CALFEE HALTER GRISWOLD 



NO. 8302 P. 63 



(55) 1WP10-152462 



8-2.00(lH,in), Z.44-2.54ttH,in), 3.41-3.47(lH,ia) , 3. 
56-3.77C3M, 3.85-4.04(2H,ra), 4.25(2H,d,M.9H 
z). 4.89(2H.S>. 6. 60 UH,dd,J=7. 3.7.3Hz), 6.78(1H, 
d,J*8.1Hz), 6.97<lH,dd.J*7.3.8.1Hz), 7.17(lH,d,J= 
8.1Hz), 7.37(2H,d,J*8.1fe), 7.81(lH,t,J=5.9Hz), 7. 
94(2H,d,J=8.1Hz), 9.62(lH.br.s). 
lB(KBr)cn-l : 3349. 1695, 1635, 1523, 1457, 1259. 754. 
[0230] gM68 

N— (2-T$.J7x—>V) -4~ [N- {7x/*ls 

tMfsji,) 7S./.xf-;kj <yXT$ Y (£-1 1'fb 

DP.174-17PC. 

1H NMR(270HHz, PMS0-d6) $ P pm: 4.36(2H.d,J=5.9Hz), 

4.90(2H,hr.s), 6.60(lH,dd, J=7.3,7.3He>, 6.77(lH.d 

d.J^T. 3.7.3Hz), 6.98(lH,ddd,J»1.5,7.3.7.3Hz),7.05- 

7.24<4H,m>, 7.39-7.46(4H,u), 7.97(2H,d,JoB.lHz), 

8.41(lH,t.J=5.9Hz) . 9.65<lH,br.s). 

IB (KBr)cn-l ! 3443. 3362. 3313. 1732. 1706, 1636, 1527, 14 

93,1458.1305,1217,748, 

[023 11 mm69 

N- (2-7$JVx^JU) -4- [N— (tyi/V- 

Y (^-1 !^!ffc^81) 
bp. 209T:(dec.). 

1H NMR(270lfite, DfBO-d6> ffppn: 4.38(2H,d, J=6.6Hz), 
4.90(2H,br.8), 6.55-6.63(lH,n), 6.78(lH,d,J=8.lH 
*), 7.00(lH,dd,J^.3,7.3H)5), 7.17(lH,d,J=8.8Hz). 
7.37-7.47(3H,u>. 7,64(lH,d,J=8.8Hz). 7.97<2H,d,J« 
8.1Hz), 8.43(2H,d.J=3.1Hz), 8.59(lH,t,J*5.9Hz>, 9. 
66(lH,br.a). 
[0 2'3 2]^OT7O 

N- (2-7Sy-5-7/P*D7x=/>/) -4- [N 

- (tuy>--3-^/w) * h*is*iv>tfzA>Ti;* 
*w ^>xt$ y m- 1 ; it-mm^i 1 o > 
bp. leo-Kz-c. 

1H NMR(270NHz, DMS0-d6) tfppm: 4.2B(2H,d,J=6.6Hz), 
4.81(2H,a), 5.10(2H,s), 6.70-6.90(2H,n), 7.10-8.00 
(BH.n), 8.53<lH,d,J=S,6Hz), 8.59(lH.s), 9.6K1H, 
8). 

IR(KBr)cm-l:3269.1716,1638,148B, 1436,1247,1141,104 
3.744. 

[0233JHW71 

N- ( 2—?§/7 X.ZJV) -4- [N— (2-75/ 

5h* (£-1 :tta«8#^5 1) 
bp. 149-151'C(d8c.) 

1H NMB (270MHz, DHHM6) tfppm: 4.28(2H,d,J=5.9Hz). 
4.88<2K,9), 4.96(2B,s), 5.06(3H,s), 6.53(lH,dd,J» 
7.3,7.3Hz), 6.56-6.67(2H,m). 6.78(lH,dd,J«1.5,8.1H 
z), 6.93-7. 12(3H,n), 7.16(lH,d, Ja6.6Hz). 7.38(21. 



d.J=8.1Hz), 7.86(lH,t-likB,^=5.9Hz), 7.93(2H,d,J=< 
8.1Kz), 9.6K1K.S). 

]R(KBr)cB-l;3336, 1685, 1632, 1527, 1276. 748. 
[0234] 0^7 2 

N- {2-T$,S?x,ZjV) -4- [N— (***uj> 
^-3-^^) %*i'ij>}/#=.>\,7$.SXW\'<.VX 
75 H (^-1 :ft-&»^2 2 8) 
rap. (amorphous). 

1H NMR(270ffflz, 0MSO-d6) *ppq: 1.30-1. 90 (4H,b). 1.9 
O(lH.br.s), 2.45-2.80(6H,m), 3.04-3.13(1H,b), 4.15 
(2H,d,J=5.9Hz>, 4.55-4.60(lH,n), 4.88<2H,br.s), 6. 
60(lH,dad>1.5,7.3,7.3Hz), 6.78(lH,d,J-8.1Hz), 6. 
97(lH,ddd„H.5.7.3.7.3Hz), 7.17(lH,d,J=6.6Hz), 7. 
37(2H,d. J-8. 1Hz) , 7. 78 (1H, t, J=5. 9Hz) . 7. 94(1H, d. J= 
7.3Hz), 9.62(lH.s). 

IR(KBr)cn-l;3328.2942, 1700, 1648, 1504, 1259, 749. 

[02353 mm73 

N- (2-73>*7x=A<) -4~ [N- (3-75/ 
7x-/W ^h<Spi'^/^^75>'yf-/l/] *y*7 

w. 149-153-C(dec.) 

1H NHR(270KHz, DKSCH6) 8p P a: 4.27(2H,d,J=5,9Hz). 
4.88 and 4.89(total 48, each br.8), 5.08(2fl,s). 6. 
47-6.63<3H,in), 6.78(lH,d.J=8.1Hz), 6,94-7.02(21. 
»), 7.15(lH.dd.^7.3,8.8Hz), 7.37(2H,d.J=8.1Hz), 
7.84(lH,t,^5.9Hz).7.93(2H,d 1 J=8.8Hz), 9.61(lH,hr. 
a). 

IR(KBr) cm-l;3367, 1682, 1632. 1523. 1457, 1261, 754 , 
[0236]H!^I74 

N- (2-7%;y*-)V) -4- [N— ( l-X*)], 
4 5 -> f )\>) X \**ris)*tl>X=.ft>7!i/X 

OX75 Y (£-1 : ^mm2 18) 
np. 162-165C(dce.). 

1H NMR(270MHb, DHSCH6) ffppn: 3.62(3H,s), 4.27(2H, 
d.J=5.9Hz). 4.91(2H.br.s). 5.05(2R,s), 6.60(lH,dd, 
J=7.3,7.3flz), 6.78(lH,d.J=8.1Hz>, 6.95-7.00(2H,id), 
7.16(lH,d,Js7.3Hz), 7.36(2H,d,J=8.1Hz), 7.63(1H, 
s), 7.87-7.95<3H,m>, 9.64(lH,br.a), 

lR(KBr)cii-l;3293, 1688, 1651, 1534, 1506, 1259,1121,104 
3,748. 

[0 237 Ig?«fi0|7 5 

N- (2-75/-4-?QD7*^) -4- [N- 

)V1 KyX7% Y (ft- 1 : it&tomi 1 3 ) 
Bp. 167-170X:. 

1H NMR(270HHz, DMSCN6) ^ppn: 4.28(2H.d.J=5.9Ib), 
5.10<2B,s), 5.2K2H.8), 6.72(lH,dd.J=2.2,8.1Rz), 
6.81<lH,d,Js2.2Hz), 7.16(lR.d.J=8.1Hz), 7.37(2H,d, 
J=8.1Ka), 7.78(lH,d,J=8.1tt8), 7.92(2fl,d>8.1Hz), 
8.53(lH,d.J=4.4Hz). 8.59(lH,s), 9.60(lH,s). 
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IR<KBr)cnt-l :3347 , 3062, 2931 ,1653,1576, 1505, 1456. 142 
8,1301,1232,1114,1070,1019.' 
[02 383^^176 

N- {2-7S.J7x=J\s) -4- [N- (5->h*r 

w ^yxrs y (0r- 1 s <\smmi6 1 ) 

»P. 169-170-C. 

1H NMR(270MHs, DMSD-d&) flppa: 3.83(3H,s), 4.29<2H, 
d,J=6.6Hz>, 4.87(2H,s),. 5.09(2H.s). 6. 57-6.62<lH. 
b), 6.76-6.79(lH,ra). 6.94-6.99(lH,n), 7.14-7.18(1 
H.ro), 7,36-7. 39 (3H,m), 7.91-7.99(3H.u), 8.19-8.30 
(2H,m), 9.63(lH,s). 

IR(KBr)c'ra-l :3330, 1694, 1633, 1524,1457,1298, 1269, 104 
5,760, 

[0 2 39] £Sfiffi|7 7 

N- <2-7$/7x-M -4- [N- (e?i/V- 

(SS-1 i-fk^iNj^l 9 2) 
op. 1B7C. 

1H NMR(270MHz, DMSO-d6) «?ppti: 4.30(2H,d.J=6.6Hz). 
4.68(2H,br.s), 5.20(2H,s), 6.60(lH,dd,J=7.3,8.1H 
z), 6.78(lH ( d,J«4.1H8> 1 6.97(lH.dd,J=6.6,8.1Hz), 
7.16<lH.d,J^.3Hz), 7.39(2K,d.J=8.8Hz), 7,94(2H,d, 
J=8.BHz). 8-08 (lH.t-1 ike, J-6.6HZ), 8.61(lH,s), 8,6 
5(lH,s), 8.68(lH,s), 9.63(lH,s). 
lR(KBr)ciO-l :3266, 1709, 1632. 1535, 1508, 1284 , 1055, 102 
2.744. 

[0 24 0]SeSfi$78 

N- (2-75^-5-* h*f7x-/W -4- [N 

Wl *.vX7§ Y m- 1 ; MM** 12 1) 
mp.l41-143'C. 

1H NMR<270MHz. DHSEM6) 5ppa: 3.66<3H,s), 4.29<2H, 
d,J=5.9Hz), 4.51(2H,br.a), 5.10(2H,s0, 6.63(lH,dd, 
J=Z.9,8.8Hz), 6.74(lH.<U«6.aH!S), 6.91(lH,d,J=2.2H 
I), 7.38(2H,d.J=8,8Jfc), 7.41 (lH.s), 7.79(lH,d,J=8. 
lfe), 7.92(2H,d.J=8.1fiz), 7.98(lH,t,J=5.9Hz). 8.54 
(lH,d,J=3.7Hz), B.60(lH,s). 9.65(lfl,s). 
[O24l3SQj&0fl7 9 

N- (2-75>7*-^) -4- IN- (t?yyV3 
— OU) x*n/-N- (t?yi>y-3--f>W .Xr-^ 
4*11(2*7 3 y*f-JO] ^y*75 F (&- 1 : 
!fo#f-109) 
op. (amorphous). 

IK NMR(270«Hz, D>60-d6> tfppm: 4.50(2H.a). 4.56<2H, 
»), 4.87(2H,s), 5.21(21,s). 6.60<lH,t, Jfe7.7Kz), 6. 
78(lH,d,J*7.3Hz). 6.97(lH,d.J^7.3Hz), 7.l7(lH.d,J= 
7.3Hz), 7.20-7.50<4H,n). 7.60-8.00(4H,H>, 8.40-3.6 
0(4K,o), 9.65(lH,s). 

IR(KBr>cn-l : 3268, 1700, 1504, 1246, 1120, 940.714. 
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[0242] £££7180 

N— -4- [N- [3— (KU 

5^-3— -f*) rne*-] -n~ <t:yy>'-3-'f 
*) x h4r^Mrs^r«^^/ir] *y*7a k 

(£-1 ; 20) 
nip. (amorphous) . 

1H NMR(270(fflz, WB0-d6) 8wm! 1.75-1.90(2H.m), 2.4 
8-2.62(2H,m). 3.20-3,36<2H,n), 4.55(2H,fi), 4.89(2 
H.s), 5.16(2B,s), 6.57-6.63(lH.u). 6.76-6.B0(lH, 
n), 6.94-6.99(lH,n), 7.14-7.l7(Ui,n), 7.32-7.74(6 
H,m), 7.94(2H,d,J*8.1Hz>, 8. 30-8. 65 (4H, nt), 9.64(1 

H. s). 

(O243]jKR0|81 

n- (2~tFa^7x-*) -4- [n- (try £^ 
X-9-if*)^-H- (tu^-a-**).* 
^i^*site.*7 3 >*?•*] *.>xt$. )< (3?- 

1 ;4iMtlll5) 
nip. (amorphous) . 

1H NMR (270MHz , DhEOd6) : 4.52(2H,s), 4.57(2H,s), 
5.20(2H,s), 6.84{lH.t.J=6.6Hz), 6.93(lH,d, J=6.6H 
z), 7.03(lH,d,J=7.3Hz), 7.37(4H,n), 7.68(2H,dd,J» 

I. 5.8.1H3), 7.92(2H,br,s), 8.53(4H.m). 9.49<lH,s), 
9.77(lH,br.s>. 

JR(KBr)cji-l: 3035,1698,1243,1118,754,640. 
(02443 2»82 

N- (2-tKudfi^7s^H -4- [N— (ty^ 

y-3- f*) x \>*u*i\rt3.tvr*sxwi 

mp.l62-164<C. 

1H NHR(270«He, DHS0-d6) : 4.29(lM,J=S.9lto), 5.10 
(2H,s), 6.83(lH,t.J=8.1Hz), 6.92(lH,d.J=6.6Hz), 7. 
07(lH,t,J=6.6Hz), 7.39(2H,d.J=8.BHz), 7.43(lH,d,J= 
5.1Hz), 7.68(2H,d,J=B.llfe), 7.80(lH,d,J»8.1Hz), 7. 
92(2H,d.J=8.1Hz), 7.99(lH,t,J=5.9Hz), 8.54(lH,d,J- 
4.4Hz), 8.60(lH,s), 9.49(lH,e), 9.76<lH,br.s). 
lR(KBr)cm-l: 3333,3259,1694.1645,1529,1267,720. 

[02453 mms 

N- (2, 4-j/b)<n^i/7x=Jk) -4- [N~ 

(try ity- 3 -4*) > Y^Jum-^r^^^ 

/U] /OX7S H (S- 1 : -fii-&liJ^ 116) 
mp. (amorphous) 

1H NHR(270HHz,DKS0-d6> : 4.27(2H.d,J-6.6Hz). 5.10 
(2K,s), 6.20(2H,dd,J»2.2,8.1Hz), 6.39(2U,d,J-2.9H 
z), 6.88(2H,d.J-8.8Ha). 7.33(lH,d,J=8.1Hz), 7.41(1 
H,dd,J=5.1, 7.1Hz), 7.89(lH.d.J=8.8Hz) f 7.98(lH.t,J 
=6.6Hz), 8,05(2H,S), 8.52<lH,m>, 8.59(1H,8), 9.30 
(2H,br.3), 

IR(KBr)«n-l: 3387,1702.1612,1311,1169,845. 
[O24 6 3 5SSE0H8 4 

N- (2-bHn^^-5-^f>^7x=^) -4- 
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[N- Xh*?f*»l>X=JVT$ 
/X+M lyXTSV (£-1 !<fbttMPH 18) 
nip. 155-155.5*0. 

1H NMR<270Mlte,DHS0-d6> : 2.22{3H,s), 4.29<2H,d,J= 
5.8Hz). 5.11(2H.s), 6.82(2H.ia). 7-39(2H.d,J=8.8H 
z), 7.42<2H,m), r.51(lH,s), 7,79(lH,d,J=8.1Hz),7.9 
2(lH.d.J=8.1Ha>. 7.98(lH.t.J=5.9Hz). 8.54(lH.d,J= 
4.4Hz). B.60(lH,s),9.48(2H,d,J»8.1Hz). 
IR(KBr)ciirl: 3306. 1723,1655,1525.801.639. 
[0 24 7] |«8 5 

N- (2-t>«C!#^-5-^h4r^7*cyP) -4- 
[N- (trU^-3—/^) *b*^#;Mfci/W7S 
JX+M «.-sXTXY (55-1 Mk^W^l 19) 
HP. 175-176-C. 

IK NMR(270MHz,DMSO-d6) : 3,69(3H,s), 4.29<2H,d,J= 
5.9Hz). 5.10(21,8), 6.63(lH,dd,J=2.9,8.7Hz), 6.84 
(lH,d,*=8.8Hz), 7.41(4H,m), 7.79(lH,d.J=8.1Hz), 7. 
9l(lH,d,J=8.1Hz), 7.99(lH,t.J=5.9Hz) r 8.54<lH,d,J* 
5.1Hz), 8.60(lH,s), 9.3l(lH,s), 9.45(lH,s). 
IR(KBr)cm-l:3305, 1687, 1573, 1252. 1039. 868. 

[0248] mrnse 

n- {2--f\jy -4- cn- [2- (eu 
W-3-~<\iV) xh^^;nK=7i*] rsy] ^yjar 
7SF (35-1 Ht-^tol^-124) 
up. . (amorphous) , 

1H NHR(270HHz, DHS1H6> *pp»; 3.00(2H,t,J=6.6H). 
4.37(2H,t,J=6.6Hz), 4.87<2H l br.s), 6.60(lH,t, J-7.3 
Hz), 6.97(lH,t,J«7.3H2), 7. 15<lH,d,J*7.3Hz) .7.36(1 
R.dd.JM^.S.lHz), 7.56(2H,d ( J=8.8He), 7.92(2H.d,J 
«=8.8Hz), 8.46(lH,d,J-4.4Hz>. 8.54(lH,d,J=2.2Hz). 
9.95(lH,s>. 

[R(KBr)cn-l :328S, 1695. 1519. 1315, 1233 , 1079. 
[0 24 9] 5^87 

N- ( 2-7Ss>7xZJl') -5- [ (try^-3- 

tUW^i'Ti Y (£-3 i fc#m^2 ) 
BP.173-174"C. 

1H NMR (270MHz, DMS0-d6) »ppji: 5,22(2H,a). 6.60(1H. 
4d.J««.1.8.1Hz). 6.79(lH,dd,J=1.5,8.1Hz),7.00(lH,d 
d, J*8. 1,8. 1H«) ,7. 20(1H. dd, J=1.5,8. 1Hz) ,7. 44(1H,b) , 
7.48(lH,dd,J=1.5.8.8Hz), 7.61(lH,d,J=8.8Hz), 7.67 
(1H.8), 7.88(lH,dd,J=1.5,8,lHz), 7.96(lH,d.J=l.5H 
z), 8.56(lH,dd,J»1.5,4.8Hz) 1 8.68<lH,d,J»1.5Hz).9. 
83<lH,s), 9.91 (lH,s). 

IR(KBr)cjj-l:3308.1707.1667,1584,lS36 ( 1452.1316.124 
8, 1157, 1128, 1070, 955. 879. 795,748, 710. 
[02503 mMQQ 
N- ( 2-75/'7x— M -4- CN- 
3— i)V) Xh*il*t**>lVi#=j[>r§.JXW\ *y 
K (&- 1 : mm^8 6 ) <o£fi£ 



(88-n s-wssyxfy-MQiiie (o. 

18mmo I > fc5ml<^6$THFte8fl?U N, 
N* — f*a^sK<=V^4 5:^/^3 Omg (0. 1 

6mm o i ) sgaaxmiifc. ftttHwubtt. nm 

ltf>:Df§(l-4)0>fl:&?S5Omg (O. 14mmo 

1 ) fcflnAft. 

[0251] fnattl'Al 00m 

1 fcjni. *2 0m 1 -C3\Simiii. O^Tffifofcffi 

^ffi§*f*j'y^^^^?nv)-^97<- (?u 
D*;l-A!^#y^=3 0! 1 ) TfSiSL. N-C2 
- (N-tert-T'Rj/AWi/K 7*5 /7 a- 

ivz -4- [n- (tfi;yy-s-^Ar) ^j-*^?-* 

88%) ZTWJTXkLXWK, 
1H NMR(270Mte, DMSHK) ffppm: 1.45(9H,s), 4.73(2H, 
d.J=5.9Hz>, 5.52(2H,8>, 6.73-7.33(3H.n> , 7.35-7.43 
(2H,a), 7.58-7.95(5H,w>, 8.14-8.65(3H,n), 9.80UH, 
s), 9.91(lH.br.t). 

[0252] <88-2) IS (88-1) OTfc^ife 
50ms (O. 10mmol)^^^3inicil!f 
PL*. 4«JS§lS-^^>igja3m I *JBi. ft 
»C 1 . 5 HSSfflB* U:. AMMs-i- h y ">A*5SfSto 
fcW£ffif&«f4nLft&> ^nn*^AiOmit:'3liltt 
fflUft. Mtf^*-C2lslHi{fk&, MMrr^ 
ATlfc&U iefSLT34mg (HJ#S87#) 05N- 

(2-rS^7xryp) -4- [n- (ey>?y-3- 

HP. 154-15ffC(dec.). 

1H NHR(270MHz, DMS0-d6) ffppn; 4.73(2H,d,J=5.9Hz), 
4.88(2K,s). 5.52(2H,s). 6.60(lH,t,J=7.3Hz), 6.77(1 
H,d,J=8.1Hz), 6.96<lH,t.J=8.1Hz), 7.16(lH,d. J=7.3H 
a), 7.29 J 7.41(3H,n>, 7.83-7.95<3H,m), 8.50-8.56(1 
H.m). 8.65(lH, a ),9.62<lH,s). 9.93(lH,s). 
IR(RRr)cai-l:3204,3035, 1631, 1523, 1456, 1289, 1191,92 
0,753. 

[0253]ftftW89 

N- (2-7"5/7x^W -4- IN' - ( tTU i/> 
-3-4fi>X+A>) *?V4 YXi-)V\ ^yXTk Y (* 

-l ittmnm88) <w&m 

(89-1) 3-eay/l/73y0. 28g (2. 6 
mmol)<OTHP(10ml)^teSSaTN, N' 
5 rv"-;W0 . 4 2 g ( 2 . 4 mm o 
I ) Ma*. lRiajS^Lfe. ^iflftfticSftTSSIfefff 
l^XS(l-4)-C^A,*l^4fc-&K*l0. 58g(l. 
8mm o I ) fcjp*.. SI^fSSWHLfcta, 
ft. 

[0254] #fc;irai.«s? ufcft. BJBttf-;ut*a U 
ft. ^yg«r«^ys*f«fefW!fe. «H. J5«5se*u 
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[2- (N-tert-7"h^i/^;U^=^) 75 >] 

|>W H/f/H ^X75H0, 77g(iK)fS9 0 
&) fcSfi7*/k7rX;!*SlftkLTf$*:. 
IK NMR(270MHz. CDC13) *ppns 1.46(9H,s), 4.20(2H,d, 
J=5.1Hz), 4.28<2H,d,J=4.3Hz). 6.10-6.30<2H,o), 7.0 
0-7.25(4H r n), 7.33(lK,d,J=7.3Hz), 7.49-7. 54 C2H,n0 , 

7.58-7.64(3H,ni), 7.75(lH,s). 8.28(lH,br.s), 8.39 
(lH,d.J=5.1Hz). 9.65<lH,br.3>. 

[02551 (89-2) IS (89-1) "Vfttttt, 
£*0. S3g ( 1. 3 2mmo 1 ) Oi***f1ry (4 
m 1 ) (2ml) $tt£48Sffi&-S':i- 

%fy (4ml ) ®fi20f|B]riBl ! i s Ui. fiSft 

CHS* 1 ?. N- (2-7*5^7*^/1/) -4- CN' 
X75K0. 3 7 g (JR974. 7%) fffiflHff-fcl' 

[ 0 2 5 6 ] Bp. (amorphous) . 
1H NMR(270MHz, DMS0-d6) ffppo ; 4.27(2H,d>5.9Hz), 

4.31(2H.d.J=5.9Hz), 4,89<2H,br.s>, 6.57-6.63<3H, 
n), 6.7B(lH,d.J=8.1Hz), 6.97<lH,dd,.W.3,8.1flz), 
7.17<lH,d,J*tf.3Rz), 7.32-7. 38(3H,m), 7.66(lH.d,J= 
8.1Hz), 7.93(2H.d.J-8.1Hz). 8.44<lH,d.J"5.1Hz). 8. 
49(lH,d,J=2.1H 8 ) 1 9.63(lH,br.s). 
IB(KBr)aihl : 3344. 3241, 1645, 1560, 1527. 1505, 1283.75 
1,708. 

[0257] ^$8 9 bfttmtifflZ i 9 . £*Sffl9 
(flip, ) » 1H NMR. IRflSUStfS-TjT?-,, 

[02581 msmo 

N- (2-75/7*-/l-) -4- [N* - (3-75 
J7x^ji>) >7W VX*lV\ K>X7$\< (S-l : 
^•^5^24) 
bp. 206-2QB'C(dec.). 

lHWR(ZTOMHz, DNS0-d6) tfppm: 4.35(2H,d,J=5.9Hz), 
4,93(4H,br.s), 6.l3(lH,d,J«7.3Hz), 6.51-6.62(3H, 
■)> 6.74-6.98(3H,m), ?.12-7.18(lH,n). 7-41(2H,d,J= 
8.1Hz), 7.94{2H,d,J=8.1Hz), 8.28(1H,3). 9.61(1H, 
s). 

IR(KBr)ciH:3356,3269, 1640, 1555. 1495, 1458, 1308, 123 
6.753. 

[0259] £M91 

N- (2-75/7x^) -4- [N' - (tU^f 
-3— f /P) <7W l<>^] *;yX75 H (m- 1 : 
fc#fe#f8 7) 



(58) ttWf 10-1 5246 2 



up. 187-190C. 

1H NMR(270HHz. DHS0-d6) ffppra: 4.39(2H.d,J=5.9Hz), 
4.89(2H,br.s). 6.59(lH,d.J-7.3,7.3Hz). 6.77(lH,d,J 
4.6Hz), 6.88(lH.t,J«5.9Hz). 6.97(lH,ddd,J=1.5.6. 
6,7.3Hz). 7.16(lH.d.J=8.1Hz). 7.26<iMd,J=4.4,8.1 
Hz). 7.42(3I,d.J»8.8Hz), 7.95(2H,d,J'=8.lHz), 7.89- 
7.96(lH.m), 8.12(lH.dd.J=1.5,4.4Bz), 8.56(lH,d> 
3.0Hz), 8,85(lH,a). 9.62(lH,s>. 
IR(K8r)cn-l: 3248,1663,1541,1423.1280,1054. 
[0260)^(^92 

N- (2-75y7xX/U) -4- [N* - (3-75 
/7 xS.fr) f-tf^W Mf/l') ^X75 H (£- 
1 :<fc&*#§-2 5) 
bp. latKdee.). 

1H NHR(270MHz. DM50-d6> <? pph: 4.80<2H,d, J*5.lHz), 
4.87(2H,8), 5.l2(2H,e), 6.36(lH.dd,J=1.5,8.1Hz), 
6. 46-6.63 (3H,n), 6.78(lH.d.J=6.6Hz), 6.94-7.00(2H, 
n), 7.17(iH.d,J=8.1Hz), 7.42(2H.d,J"8.1Hz), 7,92- 
8.01(3H,i»), 9.46(lH.s), 9.61(lH,a). 
IR(KBr)cB-l; 3335,1616,1528, 1503.1456.1311.864,75 
1. 

[026l3Sft«93 

N- (2-75/7x-/W -4- (N' - (3-=.h 
07i~A<) M H^f>;>] KVX75 K (&- 
1 :<fc#|*)#^20) 
op. 160%:(dec.). 

1H NHRG70HH2, DMS0-d6) #ppu; 4. W(2H.d, J=5.1flz) , 
7.27-7.33(3H,m), 7.46-7.63(5H,n>, 7.89-7.95(2H,n), 

8.05(2H,d,J=8.lHz), 8.70(lH,a), 8.84(lH,t.J=8.9H 
z), 10.37(lH,s). 

[0262)^^194 

N- (2-7§y-5-70a7xryi/) -4- [N' 

*75M«-1 :<titWmi 1 2) 
mp. (amorphous). 

HHMR(270KHz, DMS0-d6) : 4.77(4H.d,J=5.1Hz), 4.85 
(2H,s), 6.81(2H,ra), 7.16(lK.dd,J=2.9,10.3Hz) , 7.39 
(lH,dd,J=5. 1.8.1Hz). 7.53(2H,d,J=8.1Jlz), 7.8K1H, 
d,J=8.1Jb). 7.93(2H,d,J*8.iHz). 8.51(lH,dd,M.5. 
5.1Hz), 8.63(lH,d.J=1.5Hz), 9.66(lH,s). 
IR(KBr)aj-li 3399.1730,1638,1508,1444,1411. 
[0263]g3fcW95 

N- (2"tHnJf5'7x^W -4- [N ' - (try 
S^>--3-^) Xf-A^W K^'f/l/] ^VX75 )< 
(^-1 14) 
op. (amorphous) . 

lH-NHR(Z70MHz. DMSD-<36) : 4.43(2H,d.J=6.6Hz). 4.69 
(2H,a), 6.83(lH,t.J-6.6Hz), 6.91(lH,d,J*8.1Hz), 7. 
68(lH,d,J4.6Hz), 7.82(2H,d,J=8.1Hz), 8.2l(lB,d,J= 
4.4Hz), 8.35(lfl,d,J=2.2Hz), 8.81(lH.t,J=6.6Hz), 9. 
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48UIU), 9.75UM. 
IR(KBr)ciH: 3399,1664,1535,1236,1064. 
(02643 

N- (2-7$^7x-=^) -4- [2- [N— (U»J 

F (£-1 :<ftj6***77> 

(96-1) 7 k U'7^T^tl<ffi3. 40g (2 
2. 6mmo 1 ) WVXy (25ml ) SSBJfttef'^ 
~)l>tU?4 M4ml ) SJSi. SO"CT2^rF3aBl^ 
ISffU. mHtel^MuHKSfcTHF 

(50ml ) fc»«U *?0*M KMWLfc. m 
fWlOKS (1-2) 0>flte<|fe4. I6g<20. Om 
mo I ) <OTHF (10ml ) ffigEiC MJxf-ikf^y 

(6ml, 42. Smmo 1 ) MB*. S^totfcHS 
US»*n?-r KS-##73 OtfTWTSTFUfc. 

to2 65] snnnm** mm*$Mt. mrx 

»10 : D-CSSeU, N- [2- (N-tert-r 
J^SoSuUtfcvi/) 7§/7xi/H -4-*JU5;i^ 
yX7Z*3. 42g (/K$5 0. 2?$) fcg^Mft 
b IXWZ, 

1H NNR(270MHz, CDC13)0ppj.: 1.52(9R,s), 6.77(lR,b 
r.s). 7.16-?.18(2H,ti),7.23-7.2G(lH,m>, 7.88(1H,4,J 
=B.8Hz), 7.98(2H,d,J=8.8Rz), 8.13(2H,d,J=8.8Hz), 
9,S7<lB.br.s), lO.lKltt.br.a). 
IR(KBr)co-l : 3326. 3251 , 1707. 1696, 1659, 1603, 1165. 
[0266J (96-2) IS (96 — 1) V&kix 
fc-fc£!ffl3. Og (8. 82mmo 1 ) tSilfXh^U 
#;W-/VX+Jl>hV7x~fr*X~?4y4.. 5g(l 
2. 9mmo 1 ) <7>Y>Vxy (10ml ) ©SJEfrgsS 
|\STF80iC-C, 5. SHOMttLfe. ftB8x 

MJArwhr^yi*- (?nR*n^A;Iffl|xf- 
/l>=20; D'CWUU. x*;l> 4- [N- [2- 

(N-tert-^h^^^^yp) 75/7xX 
/V] 7V*W^] ^yt^<-b3. 3g (iR$9 

1. 1%) Mffi7*/k7r*tfBI*fc LT#fc. 
IH NMR(2?0MHz, CDCI3) ffppm: 1.35(3H,t,J*7.3fe), 1. 
52(9H,s), 4,28(2H,q,J^.3Hz), 6.52(lH.d. J=15.1Hz). 

6. a)(lH.br. s), 7.16-7,25(3H,n), 7.61(2H,d,J=8.1H 
z), 7.71(lH,d,J«15.1Hz>, 7.82(lH,d.7.3Rz), 7.98(2 
H,d.J=8.1Hz), 9.34(lR,br.s). 

(0267] (96-3) (96-2) XftktL 

>tffr&to2. 50g (6. 09mmo 1 ) «THF (3 
Onil)->!^-;M40m] ) JSiffifcgSfcgST 1 
o%Pd/c o. Sg) £;&n*rt:&, *3fiftR 



9) !|WF10-1 52462 



ON- [2- (N-t<srt-7h*i'*r>U$z.n>) 7 
5^7x-;l/] -4- (2-Xhrfr^;UiK-/l/Xf' 
fl>) ^X7^K2. 23g (1R$88. 8%) fcSfi 

1H NHR(270KHz, (DC13) £ppa: 1.25(3H,U=7.3Hz), 1. 
52(9H,s), 2.65(2H,t,J«7,3Hz), 3.02(2H,t,J^.3Hz), 
4.13(2H,<j,J=7.3Ha). 6.77(lH,br.s), 7.16^,33(5H, 
a), 7.78(l!f,d ( J=8.lHz). 7.89(2H.d,J=8.8lte), 9-06(1 
H.br.s). 

[0268] (96-4) Xg(96-3)ti^^ 
fc{t&&2. 21 g (5. 36mmol)W^/HI' 
( 1 Om 1 ) -* < 1 5m I ) ®fSf£tC*BMh>)f-^ 
17KW9UO. 37g (8. 82mmo 1 ) tftA. 40 

0. N- [2- (N-tert-7>*i^/M?x/W 
75/7xX/U] -4- (2-j»)WMf)W <<> 
X7SH1. S7g(lK*90. S%) fc&feilflcfcL 

1H NHR(270KHz, DMHH6) <?ppm: l,45(9H,s), 2.59(2H, 
t,J=7,3Hz), 2.91(2H,t,J*7,3Rz) ) 7.l3-7.20(2H,ni). 
7.40(2H,d,J=8.1Hz), 7.54(2H,dd,J=7.3,2.lHz>,7.88(2 
H,d,J=8.1Hz), 8.66(lH,br.s). 9.79(lH,br.s). 
[0269] (96-5) Xg (9 6-4) "«34>;fl 
Mt&faQ . 12g(0. 3mm ol) m^y-Vy ( 5 
ml )5KSJB(zM)if-;i/7§^0. 1ml (0. 7m 
mo 1 ) feJ^Hf.* 9-^-7^0. 3g**tt 

S^RSTFO. 5^I8ffl»pLfc. COjgffim^x 
^l^A^y^J^FO. 15ml (0. 7mmol) 

ma, 2mtmtt^Lt:. mm. ov^rM 

-h>Q. 4ml (3. Smmo 1 ) fejBi, S<?tC2. 
5%mmSffiLlt. i^Xf-^-C^RL/i®. ft 

[0270] wmzmm. ®mmLx®hti*: 

/W» i g^x^=4 ; 1 ) rHWftCfcfcJ: 0, N 
- [2- (N-tert-7>*i/;fr;Mfcx/l/) 75/ 
7x-;H -4- [2- (N-*yy/M , *i'a/t'sKx 
;l/7S7) XW<>'X7SHl29mg (88%) 

1H NHR(270Wte. CDa3)5ppin: 1.51 (9H,s), 2.89(2H.t, 
J=7.3Hz), 3,45-3.54(2H,n), 4.80(lH.n), 5.10(2H,s), 

6.76(lH,br.s), 7.20^.38aOH.m), 7.79(lH.d,Ja8.8H 
z>, 7.89(2H,d,J=6.1Hz), 9.10(lH,br.s). 

[0271] (96-6) Xg(96-5)T^^ 
jfc-flJtflDl 2 9mg (0. 26mmo 1 ) e)*$J-)\> 
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(60) WMT10-152462 



(10ml) jgfEfcSStfcglTl 0%P d/C (£*, 

o. osg) mi- rtiwsn^wiastfLfc. bum 

natty (5ml) fc»j3?Lfc. £<0JSSB»3-«!; 
sJVifflBSKSO. 18« (1. O4mmo 1) fcill 
i., S«5>fCM)Xf-;|/rS^O. 28g (2. Ommo 
1) t*i"C*»t«. *»T. 2-?OP-l, 3- 
Wf/W^/'JiW?B?>( HO. 17g(l. 
Ommo 1 ) fcjn*., Lfc. JUnSgftftft 

ttJixtwYm <- (SSstf-rtT^^-;^ 
10 : 1) -dS88t$£tteJ;»J. N- [2- (N-t 
art-7h*i'*jkie=*') 7§^7*=;V] -4- 

[2- en- (tyyy-3— Y/w 7-fc?vv7$./] 

XfvW] ^X7SH5 0Tng (HZJ|S4 0»> 

[0 2 7 21 1H NWl(270MHz, CDC13) ffppm: 1.48(9H. 
s), 2.80(2H,t,J=6,6Hz), 3.42(2H,n), 3.52(28,9), 6.3 
3(m,t-llke,J=5.9K»). 7.09(2H,d,J-8.1Hz), 7.14-7.2 
0(2H,«>, 7.24(lH,dd.J=4.4,7,3Hs). 7.41{lH,dd.J=3. 
7.5.9Hz). 7.50(lH,s). 7.58(lH,dd.J=l,5,5.9Hz), 7.6 
9(lH,dd.J=3.7,5.9Hz), 7.75(2H,d, J=8-1H?), 8.22(1H. 
d,J=2.lHz), 8.44(lB,dd.J=1.5.4.4Hz>. 9. 49 (IH.br. 

8). 

[0273] (96-7) Iff (96-6) Oft** 
50mg(0. 1 Ommo 1 ) W (2ml) 
-.X*/-^ (1ml) f8$fc4$J8gK-:< J s|-< J fir>' 

(2mi ) sao** asaT2. smiwmite. turn 

KaBtf-fcCfclCfc!?, N- (2-7*5^7x-;U) -4 

- E2 - cn- (trys^-3— f/W 7*ws 

Xf;U] -0-#75H2 2mg (flZ$5 9?*) £7 

[ 0 2 7 4 1 up. (amorphous) . 
1H NMR(270MHz, W60-dS) frppm: 2.70-2.90(4M, 3-4 
2(2H,s). 4.89(2H,br.a), 6.60(lH,dd,J=7.3,7.3Hz), 
6.78(lH,d,J=7.3Hz), 6.97(lR,d<U=7,3.7.3Hz),7.16(l 
H.d.W-Jfe), 7.29-7.32(3H,n), 7.59(lH,d,J=8.1H?). 

7.89<lH,d,J=6,lHz), 8.22(lK,t-Ute), 8.41-8.43(2 
H.n), 9.62(lH,br.s). 

102751 S8W97 

N- (2-7S/7x-^) -4- [2- [N- (3- 

eaiW 75/^;^;t^] x*;io oxts h 

(«-l :«MM»f80) O^-flfe 

(97-1) SStfi019 6OXS(96-4')-C#&ifc 
ft-fb-g^HsO . 58g(l. 5mmo 1 ) fli^nn.** 
y (5ml ) immtL* 3-mVjVT$.>-0. 22s 

(2. Ommo 1 ) &£V\>V3.*)\,T$.i/Q. 56m 



1 (4. Ommo 1 ) trflqifc. flcfcT. 2-?nts- 
1, 3-^^W5^/'Jx>>A^T35'f HO. 3 9 
g (2. Ommo 1 ) vyJVwzfy ( 5m 1 ) $8t 
Mi. l. 3Wm^\J^Wm^tki^ 

[0276] fi&ftfeS**C&$&. 

*=100 : 10 : 1) T»S8^S£fcK:j:i3, N- 
[2- (N-tert-yHfi^/ttfXrt/) 75/7 
x-/H -4- [2- [N- (3-tfay;l/) 7V# 
;l^K=yi/] xfyl/] <yX7S HO. 7 1 g («5W9 4 

«) zmsstomt ixw:, 

Vt NHR(270MHz, CDCJ3) Cppm: 1.45(9H,s), 2.42(2H,t, 
J=7.3Hz). 2.98(2H,t,J=7.3Hz), 4.32(2H,d.J=6.6«z). 
6.44(lH,t,J=&.6Hz), 7.14-7.27(5H,n), 7.48-7.57(3H. 
m), 7.63-7.68(3H,n), 7.90(lH,d,J=2.1Hz), 8.43(lH,d 
d. J=l. 4,4.4Hz) ,9.86<lH.br.s). 
[0277] (97-2) IS (97-1 ) Vfc&k 

0. 70g (1. 47mmo I ) (DifX^W (5m 

i ) miz4m}m~ss**vy {5m d ttoi> 
us, vmMtwLit&y wm-i-ivx-muz. 

LhxffltifcMv'TnWx.-f-MtaZ. mite 

mmm, mr&z.t£Z*)* n- (2-75/7 

xSJW -4- [2- [N— (3-fcraiJ/W) 7S/# 

Xf-yU] /<,^X7S HO- 4 2 g (l|£*7 
6. 336) t«L&6nticfc l/CAfe. 
[0 278] up. 163-170'C. 

1H NHR(270HHz, DKS>d6) <? ppid: 2.47-2.53(2H.b). 2.9 
3(2H,t>7.3Hz), 4.27(2H,d,J=S.9Hz), 4.90(2H,br. 
s), 6.60(lH,dd.J=7.3,7.3Hz), 6.78(lH,d,J=8.1Hz), 
6.97(lH,dd,J=6.6,7.3Hz), 7.16(^^,^=6,6^), 7.28- 
7.35(lH,si), 7.33(2H,d,J=8.1Hz), 7.49(lH,dd,J=2.1, 
5.9Hz), 7.89(2H,d,J-8.lHz), 8.39-8.44GH,n), 9.62 
(lH.br. a). 

IR(KBr)cia-l: 3313.1641,1523.1457,1300,748,713. 
C0279)^W98 

N- (2-7S/7x^;U) -4- [ (eUs>V-3- 

5H (s^-1 Mkf>%1^85) to&m 
(98-1) X+A? 4-bHD^^-f/U^yyx 
-HI, 99g (12. Ommo 1)<0THF (2 0m 
1 ) 8J£fc£»m N" -*MfxMM 

1. 78g (11. Ommo 1 ) itOi, imffltl 
fe. Z^m&^&CS-tiziV/UTVyl. 08 g 

(10. Ommol) «m*. 3. SBfHJBffU^ 
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[0280] Qmzmfet&k-cmmk, m& 
lu^iv ) <yyntir* &mv&z)V- 3 - tra y /U7 

76g(W91. 9%) £Bft7-y*x:R@ 
frfc LT#te. 

1H NMR(270MHz. CDC13) ffppn: 3.91(3H,e>, 4.40(2H,d, 
«H.9fe), 5.18(2H,s),5.50(lH,br.a), 7.24-7.28(lH. 
a), 7.40(2H,d,J=8.1lte), 7.65(lH.d,J=7.3Ha),8.02(2 

H, d,J=8.8Hz>, 8,50n8.53(2H.in). 

[0281] (98-2) IS (98-l)«)te#f*! 
2. 40e (8. Ommo 1 > O^/wM 1 Om 
1) -*<20ml )®fSffifc, 7KiB£y^Al*fq 
>. 42B (10. Ommo 1 ) Oat. 
<L*. 10««K*JS?S<SrJDi, BH (pH2~ 
4) tetfeft, ffi«Lfc®tt£*'JK, Wlt«£l:(cJ: 
U, N- (4 -#>M«f ^ ) <y i^Jf* S^MfcS^ 
-3-tfay/VT5yi. 83 g (IKSP7 9. 9&> § 

1H NMRGTOHHz, DHSO-dB) #ppa: 4.24<2H.d, J=5.9Hz), 
5.13(2H.s), 7.33-7.38(lH,in), 7.46(2H,d,J*8.1Hz), 
7.94<2H,d,<J*B.lHz), 7.95-8.01<lH,m) r 8.46(lH,d ( Js 
5,1Hz), 8.49(tf,d,J=1.5Hz), 13.0(lH,br.6). 
[02823 (98-3) lS(98-2>04fc£!to 

I. 2 6a (4. 4mm o I ) <r)i>9x2V*fy (20 
mDaMWeaf^fU^n^Pl. Oml (1 
1. 4ml ) *&*fi3Hll;t, ZbfcDMF mmniLte 

&ss-cio*Ma, S6k:4o , cT3o»iajai*L^. 

wv^tsmit:. zmwzVfivBtfy 
domi ) **Di^ mi. nt&mmiwx 

g(l-2) T^fc;to l itffc£t&|0, 83 8(4. Omm 
o I ) co^nR**^ (8ml ) -tfyyy <8m 
l ) ISfiSfciSTU:®. S«afC#«a$-li:i5^fe7ll?W 

mi, -mam. 

[0283] tSmSfrtrtaLte^ 9 ootH/PA-Ci 

zixmp.Kmfchfrx.ymt. zitmmv 

N- [2- (N-tert-rb^rt/l/tfta^) 75 
/7*^P] -4- [ (tyyv-3--f/k) ^f-^7 
5 /^M^^W^] ^yX7 SKI. 4 0 g 
08*73. 45*) tffWfiDMci: LTW:. 
1H KMR(270MHz, CDC13) £ppm; 1.51(9H,s), 4.40(2H.d, 
J=5.9Hz), 5.l9(2H,s),5.56(lH,u). 7.07(lH.br.s), 7. 
14-7. 31 C4H , oi> . 7.43(2H.d.J=8.1His), 7.65(lH,d, J=8.1 
Hz), 7.76(lH,d„K.3Hz). 7.95(2H,d.J«8.1Hz), 8.52 
(2H.d.J=4.1Hz),9.32(lH,br.8). 
[02843 (98-4) XB (98-3 ) <Dfc#fo 



1. 00 g (2. lOmmo 1 ) frMWs ( 1 0m 
I > -X?y-/M2m I ) J6?Sk^ST4S®SIS- 
V**Vy (9m 1 ) S:SBtT2^faBg#Uc. SffiJg 

(1:1) t14a}Ujfe. tifflS tt*tfaB*'C*9«. 
-TlCb^y). N- (2-7S^7x=/W) -4- 

[ (ty^y-3— f/u) x^75/*/u?K=;^+ 

><y^]^yX7Sf<0. 79 g <J£tft) refill 
ttfc LT#*:, 
[02853 up. 139-141%: 

1H NHR(27QMHz, DMSthte) ffppa: 4.25(2H,d,J=5.9Kz). 
4.90(2H, 8 ), 5.13(2H.a), 6.60(lH.dd,*6.6,7.3Hz), 
6. 78 (1H, d, J=7. 3Hz) , 6. 97 (lH.dd , J=6. 6, 7. 3Hz) , 7 . 17(1 
H,d,J=7.3Hz), 7.36(lH,dd,J=4. 4,8.1Hz), 7,47(2fl,d,J 
=8.1»fe), 7.67(lH,d,J=8.1H2), 7.97(2H,d,J*7.3Hz), 
7.90-8.00(1H,id). 8.46(lH,dd,Jsl,5,5.Ute), 8.49UH, 
d>2.1Hz), 9.65(lH,br.s). 
' lH(KBr)cn-l: 3326 (br). 1694. 1537.1526.1458,1147.75 
0.712. 

[02863 SSWJ99 

N— (2-75/7x^) -4- [3- <•< 5^V- 
/I/-1-H/U) 7p V)VT 5 y * A^f^/^ Jfi/^< 
M ^y*7S K (&- 1 ; 4teW*92 1 5 ) 

mmaknm-ffitzXQ&fiLi*:, 

inp. (amorphous), 

IK NMR(270MHz, 0MSD-d6><yppin: 1.80-1.89(28.01). 2.9 
4-3.02(2H,m), 3.98(2H,t.Ji7.3Hz), 4.88<2H,6). 5.11 
(2H,s), 6.55-6.63<lH,m). 6.76-6.97<3H,ii), 7.10-7.1 
8(2H,n), 7.43-7.48(3H.o), 7.61(lH,s), 7,98(2H,d,J«i 
8.1Hz), 9.66(lH,s). 

[02873 mmi 00 

N— ( 2-75./'?x^W -4- (7«i/k7*f-^ 
7S/)'<VX75K :-«;^«fl^2)«0^^ 
(100-1) 0lSS0fjl<OIg (1-2) •CUteft* 
Ml 6. 6g (80mmo 1 ) Oi^no-X^y (1 2 
0ml)?g^ffifc^yxf«;^7§yl6. 8m 1 (120 
mmol) Mui. $fete*^T. 4-^hO^yV-f 
/^n9^ HI 6. Og (86. 4mmo 1 ) 0S/*O 

^ ^ ( 4 o m i ) tetn^Jta, 7t^am 

ft. 

c o 2 s s 3 m®* i sysassit*m fieflisB*, 
mmtix-mi*:®. m&miti. &*> 

•5. N- [2^ (N-tart.-yh^^^i/U7 
5>) 7i-;k] -4--hP<yX75H2 8. Og 
0BWS98%) SgJ3S^U*i Lt«te. 
1H NMK270W2, CDC13) fi-ppm: 1.53(9H.e>. 7.17-7.29 
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OJR.m), 7.85<lH,br.d,J=7.3Hz), 8.17(2H,d,J=8.8Hz), 

8.32(2H,d,J^.8lfe), 9.88<lH,br.s). 

[02891(100-2) IS (100-1) X1$ 
fdk^24. Og (67. 2mm o I ) OTHF (8 
Oml)^^K8 0ml) ®&fSI8lfcS$SR8S 
T10?6Pd/C (•&*, 2. 4g> SiPi. 

ti. smmiti. *%<vmm±Lt2&, m 

W, flSjS't-SifcteA'Js N- [2- (N-tert- 
VX7SK18. 96e ((R$86%) frSSiaftiL 

1H KWl(270MHz, DMSO-d6> <? PP n: 1.46(9H.s), 5.84(2H, 
s), 6.61(2H.d,J-8,BHz), 7.10-7. lfi(2H.a), 7.46-7.55 
<2U.r>. 7.68(2H.d,J=8.8Hz), 8.67<lH,s), 9.49(lH, 

B). 

[0290] (1 00-3) XgU 00-2) T19 
6g (4. 88mmo l ) COfeitX+Uy 
iSflS ( 1 5m 1 ) te» tTU^VO. 8m 1 (9. 9mm 
ol). 7*=/U7-t:*;>*a?<f HO. 9 6mt 
(7. 2 6mmo 1) fcflB* 1 BBHBff Ufc. KEWT 

a, *sant, ffHLfc&AttPnu n- [2- <n 

~t«rt -7h*i/#;U#-/U7 S y ) 7*cvP] - 
4- (7*^T-fef-^75/K>^7*Sl«l. 66 
8 <B*7 6X> fcftfc, 

[0291] (100-4) 18(100-3) t» 
£-ffc£folg (2. 24mino 1 ) <07*h~HJM8 
«<2 5rol>tei»*er-Fr>U.**JW'9i'0. 8 
8ml (6. 18mmol) &Hn*3llt|SMgf¥Lfc.K 

fcJWMLUC. N- (2-7S^7*~;k) -4- (7 
*r;l'7-bf-;k7S>')'<yX7SHO. 29g(ffl&P 

3 8%) ft&etftai:L-?ttfc. 

[ 0 2 9 2 ] bp. 232-237"C. 

1H NHR(270MHz, DfEO-d6) ffppn: 3.69(2H,s), 4.90(2H, 
s). 6.6D(lH,t ( J*r.3Hz), 6,77(lH,d,.W.3Ha) 1 6.96(1 
H.t,J=7.3Ha), 7.15(lH.d.J*7.4Hz), 7.22-7.35(5H,ni). 
7.72(2H.d,J»B.BHz). 7.95(2H,d,J=8.8Hz). 9.57<1H, 
s), 10.43(lH,8)IB(KBr)ciirl: 2937,2764,1660,1598,15 
06,1459. 

fcftVKff* (op. ) , 1H NMR. UtOflSBea*?. 
[0294)1^^101 

N-(2-7S/7*^) -4- [ (4-7x-;U7 
75^] ^VX7^H (55-1 

4) 

up. (amorphous). 

1H NMR (270MHz, DHS0-d6) ffppn: 1.91(2H.hep.J=7.3H 



a), 2.37(2H,t.J=7.3Hz).2.64(2H,t,J^,3Hz), 5.0(21, 
br.s), 6.61(lH,t. 7.0Hz), 6.79(lH,dd.,M.5.8.11te), 
6.97(lH,t,J=7.0Hz), 7.10-7.40(6H,m) , 7.71(2H.d,J= 
8.8Hz), 7.94(2H,d,J=8.8Hz), 9.57(lH,s). 10.15(1H, 
s) . IR<KBr)em-l ; 3344, 1687,1603,1542.1460, 1315.103 
3,842,737. 

(0295)^03102 

N- (2-75^7*-^) -4- C (4-?n07x 

-/VT-Z+JU) 75 "OX75 H (sS- 1 ; 

S^15) 

mp. (anorphous) , 

1H NHR(Z70MHz, DMSO-d6) frppn; 3.72(2H,s) ,7.29-7.43 
(8H, ■) , 7. 77(21) , d, J=8 . 8te) , 8 . 00 (2H, d , J=8 . 8Hz) , 10. 29 
(lH,s) r 10.52(lH,s).IR(KBr)ciii-l: 3300.2868.1664.163 
8,1520. 

(0 29 6) 0 3 

N- (2"7S/7x— ^) -4- ( (2-.=Lbtt7* 
cjVT^^ ) 7 5 / 3 Ki/X7 3 H &KS («- 

up. (amorphous). 

1H NHR(270MHz, DMS0-dfi)tfppa: 4.20(2), s), 7.20-7,3 
0(3H,n). 7.40-7.45(18.111), 7.60(2H,d>, 7.71-7.77(3 
H.io), 8.02-8. 10(4H,u), 10.27(lH,br.s), 10.64<lH,b 
r.s). 

IR (KBr)cm-l : 3263, 1676. 1647. 1518, 1184, 759. 
[O2 9 7JHS80J1 04 

N- (2-75^7*^) -4- [ <4-ihP7* 
=JV7*+)V) 7Sy] *>X7$ l< (£-1 : ft^Sj 
8^21) 
up. 222-226XJ. 

1H NHR(270HHz, DMS0-d6)Sppm: 3.90<2H,s), 4.96(2H, 
br.s). 6.60(lH,dt„M. 5,6.6Hz), 6.78(lH,dd,J-1.5. 
6.6Hz>, 6.97(lH.dt,J=1.5,6.6Hz). 7.15(lH,dd.J=1.5, 
6.6Hz), 7.63(2H,d,J=8.8H*), 7.71(2H,d,J=8.BHz>. 7. 
95(2H,d.J=8.8Hz),8.22(2H,d,J«8.8Hz), 9.59(lH,s), 1 
0.54(lH,s), 

IR(KBr)cn-l: 3395.3334, 1671, 1630,1519,1346. 
[0298]33ttm 05 

N- (2-75/7x^) -4- [ (2-73^7* 
-)\,T*z*M 7 3 J ] *Z/XT% Y <£- 1 ; «Mh 
##22) 

up, 177-182X:(dec.>. 

1H NMR(270KHz, DHS0-d6) 5-ppra: 3.54(2H,s), 4.88(2H, 
br.s), 5.09(ZH.br.s),6.55(lH.dd,J=6.6,7.3Hz), 6.59 
(lH.dd,J=7.3.7.3Hz), 6.68(lH,d.J^.3Hz), 6.78<1H, 
d,J*7.3Rz), 6.96(2H.dd,J^7.3,7.3Hz), 7.06(lH,d,J« 
6.6Hz), 7.15(1H.<1.J=7.3H20, 7.71(2H,d,J=8.8Hz), 7. 
95(2H,d,J=8.8Hz), 9. 57 (IB. br.s). 10.39<lH,br.a). 
IR(KBr)oirl: 3374,3256 (br.) , 1683, 1597,1503, 1317, 12 
62,1180,1153,747. 
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[02993 W1106 

N— (2-75/7*-;l>) -4- [ (4-7S/7x 
=JUT*+n>) 7*5/] *yX7$ H (35-1 : MM 

BP. 219-226"C(dec.). 

1H fflffi (270MHz, DMSCH36) *ppn: 3.46(2K.s>), 4.93(4H, 
br.s), 6.52(2H,d,J=8.1Hz), 6.59(lH,dt r J=1.5,7.3H 
z>, 6.77(lH,dd,J=1.4,7.3Hz), 6.97(lH,dt,J=1.4,7.3H 
z), 6.99<2H,d,J=8.1Hz), 7.15<lH,dd,M.5,7.3Hz), 
7.70(2H,d 1 J=8.8Hz).7.93(2H,d,J*8.8Hz). 
]R(KBr)ciir-l: 3278,3032,1675,1628,1516. 
t03 003S®ISWI107 

N- (2-7£/7x~/t') -4- t (4-^Ki/7 

xr^7**IM 75/3 *^X7S H (5&-1 : fc£ 
*l#^32> 
up. (oaorphoua) . 

1H NHR(270HHa, DMS0-d6) ffppn : 3-62(2H,s), 3.74(3 
H,s>. 6.90(2B,d,J=8.8Hz), 7.26<2H.d.J=8.8fe), 7.30 
<3H,m>. 7.39(lH,n), 7.77<2H,d, J=8.8Hz). 7-99<2H,d. 
J=8.8Hz), 10.a6(lH,B), 10.44(lH,s). 
[R(KBp)cb-1: 3300, 2759. 1670. 1638, 1514. 1250." 
[0301JSfl!ffll08 

N— (2-75/7x^1/) -4- [ [4- (N, N- 
pp. 140X2. 

1H NMR(270MHz, DMSCHfc) ffppm: 3.04(6H,s), 3.67 (2H, 
s), 7.16(2H.d,J=8.1Hz), 7. 29-7. 40 (6H, id) , 7.76(2H. 
d,J=8.8Hz), 7.99(2H.d.J=S.8Kz). 10. 29(lH,s) ,10.47 
(lfl.fl). 

IR(KBr)cn-l: 3244,2951. 2639. 1647, 1599, 1507. 
[03 023 SSSffll 09 

N- (2-7S77x-^) -A- [ «-}>V71Mt 
U*+)\,7 *zjVT±t>\>) 7S710X75H (Si 
-1 :4KMM»t4 3) 
np, (amorphous). 

1H tmmm. D«SO-d6)* P pn; 3.84(2H,s), 6.89(1H, 
t,J^.4Hz>, 7.00(lH,d,J^7.4Hz>, 7.11(lH,t,J^.4H 
z), 7.25(lH,d,J=7.4H»), 7.57<2H,d,J=8.8Hz), 7.71(2 
H,d,J=8.8Hz), 7.73<2H,d,J=8.8Hz), 7.97<2H,d,J=8.8H 
s), 9.87(lfl,s), 10.54UM. 
IR(KBr)cm-l: 3260, 1664, 1605, 1521,1327, 1119. 
[0 3 0 33 SSUffll 10 
N- (2-75/7x^VW -4- t 
AiV) 7*1-)V7$/]<yX7!iY 2fitttt<&- 
1 : tt$m% 1 7 4<tfgffifi) 
hp. (amorphous) . 

1H NMR(270WHz, DMSO-d6) fi-ppo: 4.60(2H,s), 7.30-7.4 
6(3M), 7.56(lH,d,J=7.4Hz), 7-79(2H,d, J«a.8He), 
7.95(lH,t,J-6.6Hz), 8.01(lH,d, J=7.4H^, 8.11(2H,d, 



(63) fSefjTl 0-1 5 2462 

J=8.8Hz), 8.49(lH.t,J=7.4Hz). 8.87<lH.d,J=5.1Hz), 
10.46(lH.s). 

i [03043 &tmi 11 

N- (2-7S77x^U) -4- C < 1 1)^-3 - 
4 ;» 7*^7 5 7 3 ^VX7 3 1* 2W88& < 
1 : fcmmG 8ff>W6&) 
up, 182-189"C(dec.). 
I 1H NHR(270MHz, D*ftH6)$ppn:'4.12(2H,s>, 7.29-7.5 
9(4H,m), 7.80{2H,d,J=8.8Ka). 8.05(lH,n> . 8.11(2H, 
d,J*8.8Hz>, 8.57<lH,d,J=8.1Hz), 8.85(lH,d, J=5.2H 
z), 8.95(lH,s), 10.25(lH,a), 10.48(lH.s). 

[03053 mm 12 

N- (2-75/7X-M -4- C [3- (£'Ji>7 
r -3—f/W) WV-I*] 7S/]'OX75t < (S 
-1 :ftlMi!F£^6 9) 
up. 184-186TC. 

1H NMR(270KHz, DMS0-d6) $ppm: 2.80(2H,t, J=7.3Hz), 
) 3.08(2H,t,J=7.3Hz), 6.87(lH.t,J=8.0Hz), 6.99(lH,d 
d.J-1.4. 8.0Hz). 7.ll(lH.dt.Jol.4,8.(Wz), 7.25(1H, 
d,J=8.0Hz). 7.70(2H,d,J=8.8Hz>, 7.77<lH,dd.J=5.8. 
8.0Hz), 7.96(2H.d,J=8.8Hz), 8.22(lH.d,J=8.0Hz), 8, 
75(iH,d.J=l,4Hz>, 9.83(1H.b), 10-25(lH.s). 
[03063 mmi 13 

N— <2-75/7x-;U) -2-70O-4- [3- 

SH(«-1 :<ffc£fl!#^123) 
up. (asorphous). 

1H NHR(270KHz, DMS0-d6) S ppo : 2.70(2H,t.J=8.1Hz). 
2.96(2H,t,J=7.3Hz), 4. 74 (2H, br.s), 6.60(1H,W=6. 
6Hz). 6.78(lH,d,J=6.6Hz). 6.95(in,U*6.6!ta). 7.19 
(lH.dd,J=1.5,7.3Hz), 7.29(lH,dd 1 ^5.1,7.3Hz). 7.66 
(2H,d,J=«.8Hz),7.92(2H p d.J=8.8Hz), 8.48(lH,d.J»2.2 
Hz), 9.37(lH,s), 10,00(lH,s>. 
! IHWRrJcm-l: 3273.1675,1519,1315,1181,852,747. 
[03073 SJSW1 14 

N- (2-75/7x-;l/) -4- [ CN- (fcMjyv 

^f-/P-N-M)7^3rn7-b^iW75 
7] 7-WV75 7] *y*75 H («- 1 : {t$m 

: -§-107) 

I up. WC(4k.). 

1H NNR(270HHz, DMSO-dfi) ffppa: 4.18 and 4.42(total 
2H,s), 4.73 and 4.83(total 2H.s), 4.87(2H,br.s). 
S.60(lH,dd,J=7.3,8.1Hz), G.78(lH,d,J*B.lHz), 6.96(1 
H,dd,J=7.3,7.3lte), 7,16(lH,d.M.lta), 7.35-7.45(1 
H,ffl), 7.66(2H,d,J=5.9Hz), 7.70-7.80aH.m) , 7.90-8. 
00(2H,id). 8.51-8.55(lH,n). S.5B(lH,s> r 9.60(lH,br. 
s), 10.36 and 10.43(tetal lH.br.s). 

[03083 mmi 15 

N- (2-7S77xS^) -4- [ [N- (VV^s 
-3—f/V) ^-J-^737] 74:^757 3 <VX7 
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5F (33-1 iftftttV? 105) 
BP. 160"C(dec.). 

1H NMR(270MBz. DMS0-d6) ffppui: 3.30(2H.s), 3.79(2H, 
a), 4.88<2H.s). 6. 60 UH.dd.M. 3,7.3Hz), 6.78(11), 
d,J=8.1Hz), 6.97<lK,dd,J=7.3.8.1Hz). 7.16(lB,d,J* 
8.1Hz), 7.74<2B,d,J=8.8Hz>, 7.80(lB.d. J=7.3Bz). 7. 
95(28. d,J=8.1Ms0.8.46(lH,d,J=3.7lfe), 8.57<lH.s), 
9.57<lB,s), 10.08(lH,br. 8 ). 
l8(KBr)cnKs 3298, 1693, 1637, 1602, 1544, 1454, 1262, 84 
8,762. 

[O3O9]£tt0Ul6 

N- (2-75/7x^1/) -4- [N- (tf'JfV- 
3--f )V) *f/M-*Mf^^75./] 
(8-1 :flgW»?104) 
up. (amorphous). 

1H NHR(270MHz, DM50-d6) ffppm: 4.43(2H.d,J=6.6Hz), 
4.90(2B,br.s). 6.60(lH,dd,J=6.6,7.3Hz). 6-78(lH.d. 
J=7.3Hz>, 6.97(lH,ddd,J=l,5,6.6,7.38z), 7.16(18,d, 
J*7.3Hz), 7.37(lH,dd,J=4.4.8.1Hz), 7.73(lH,d,J=8,l 
Hz). 7.96 and 7,96(4H,AA , B8'.J=9.4Ha>, 8.47(lH,dd, 
J4.5.5.1H8). 8.56(lH,d,J=1.5Hs), 9,59(lH,s). 9.67 
(lH,t,J=6.6Hs)» 10.92<lH.br.s), 
IR(KBr)cn-l: 3299, 1644,1518,1320, 1119,748. 
[03101MMN117 

n- ( 2 -75 /7 x->\>) -4- [ [N- (try^y 

~3—ilV) ^f-A'-N-i3f-y^^7Sy] 7-bf» 
^75 /] ^V.275 H (#1- 1 ; <fb&%$^l 0 6 > 
np. (uorpiiMu) , 

1H NMR (270MHz, DHS0-d6) *ppm: 4.11(naJor 28.s), 4. 
26(ninor 2H,s). 4. 75 (major 2H, a), 4. 65 (minor 2H, 
s), 4.88(total 2H,br.s), 6,60<total lH,dd.J^.3.8. 
lib), 6.78(total lH.d.J^7.3Bz), 6.97(total lH.dd.J 
*7.3.8.18z), 7.l5(tetal lH.d,J=8.1Hz), 7.41-7.95(t 
otal 8H.n) , 8.46-S.52(total 18,tn>. 8.63-8.70(total 
2H,m)> 9.59(total lH.s). 10.22 (major IB. br.s), 1 
0,37(o$nor IB.br.s). 

IR(KBr)ci»-l :3269. 1701. 1637. 1603, 1534.1506, 1312,125 
4,752. 

[031 11MM118 

N- (2-75.J7x.ZjV) -4- [ [4- (W)i?> 
-3—iJU) ~?9JA>V\ 7S/J OXTtY- (iS- 
1 :fca»*97 0) 
BP. 165-16TC(dec.). 

1H NMR(270MHz. D>B0-d6) *ppn; 1.88-1. 99(28, m> , 2.6 
B(2B.t,J^.3Bz). 2.39(2H.t.J^.3lte), 6.78-6.8K1H, 
a), 6.94-6. 99(lH,o), 7. 15-7. 18 (1H, a), 7.34-7.39(1 
H, m> . 7.69-7.72(3H,b). 7.94<2h,d, J=8.8Hz), S.43-S, 
48(2H,n). 

IR(KBr)cij-l! 3291, 1660, 1626, 1308, 1261, 1182,1027, 82 
5,747. 



4) ^fBHPlO-15 246 2 



[0312] ARMl 19 

N- (2-75/7x^;W -4- [ [N- (lf»'f 
-3—f/V) X-flV-H-WlVTS.;] 7-fe-f/k7S 
/] *yXT 5 H (S- 1 : fttfMWl O 8 ) up. 15 
4-155"C. 

1H NMR(270MHz, Dh50-d6) dp?m 2.28(3H,s), 3-27(2H, 
s), 3.71(2H,s), 4.88(2H.br.s), 6.60(18,dd,J=6.6.7. 
3Bz), 6.78(lH,d,J=8.1Hz). 6.97<lH.dd.J=7.3,8.1Hz), 

7.l6(lB.d,J=8.1Hz), 7,38(lH,dd,J=2.9,8.1Bz), 7.77 
(2B,d,J=8.8Hz), 7. 75-7.85(18,*), 7.95(28,d,J=8.8B 
z), 8.47(lH,d,J=1.5Hz), 8.49(lH.s). 9.56(lH.s>, 1 
0.02(lH.br.s), 

[031 33 ^^120 

N- ( 2-75/7xryl>) -4- [N- (tfU^y- 
3-f/W) ^^7*^75/] KyXTZV (£- 
1 : 5 ) 

w. 175-1WC. 

1H NHR(270MHz, DM5CK6) 6 ppn: 4.86(28,8), 4.90(28, 
br.s), 6.60(18,d,J=7.3,7.38z>, 6.78(lB.d,<W.3Bz), 

6.97aH,dd,J=6.6,7,3Hz), 7.16(lH,d„fefl.U]z>, 7.34 
-7.47(28.0), 7.76(2B,d,J=8.8lfe), 7.98(2B ( d,J=8.8B 
z). 8.22(lH,d,J=3.6Hz), 8.39{lB,d,J=2.9Bz), 9.60(1 
H.br.s), 10.40<18,br.s). 
[R(KBr)cD-l: 3321.1655.1530,1276,1231,1068,757. 

[0314J£WJ121 

N- (2-7S/7X-/U) -4- [4- (tfUi^y- 
3— f/W -1, 4-t>**V7 J Hl>T$S , i<yX7 
5 K (*- 1 : itmm?9 9 ) 
bp. 190-194*0, 

1H NMR(270Wz, DMSH6)*PPiii: 2.08(28,t,J=6.4Bz). 
3.41(2H,t,J=6.4Hz>, 4.86(2B,s), 6.59(lB,t.J=5.6B 
z). 6.78(18. d,J=7.9Hz), 6.96(18, t,J=7.4Mz), 7.15(1 
H.d.J«7Hz). 7.58(lH,dd.J=4.9,7.9Hz), 7.70(2H.a,J= 
8.9Hz), 7.94(2H,d,J=8.9Bz), 8.35<lB,d,J*7.9Bz). 8. 
81(lH.d,J*4Hz), 9.18(1B,s), 9.56(18,s), 10.32<1H, 
s). 

iR(KBr) cn-1 : 3317. 1691 , 1652, 1601 , 1522, 1312, 982, 84 
7,764,701. 

[03 is] mmi 22 

N- (2-75/7x=^) -4- C3- [N- (Ky 

75/] -l, 3-y*^yrc/t;/w 

75/]^X75H <m-l :ttmi$%94) 
BP. 196'C(deo.) 

1H NMR (270MHz. 0MSW6) * ppo! 3.57(28.$), 4.87(2H, 
s), 6.57-6.62UH.O), 6.76-6.79(lH,fn), 6.94-6.99(1 
B,o), 7.14-7. 17(1H, id), 7.33^.38(18.0), 7,73(2H,d, 
M.8Hz), 7.97(2H,d,J=8.BHz), 8.05-8.08(18, n), 8.2 
7-8.30(18,8), 8.7S-8.76(1H,D), 9.59(18,s), 10.44(1 
B.s), 10.47(18,8). 

lH(KBr)ciD-l: 3410.3315,1685,1655,1625,1536,1428,13 
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62,1263.1201.744. 
[031612W9123 

N- (2-7$J7x=.lV) -4- [N— (tU^V- 

X75H (£-1 :fc£!|tj'S#102) 
bp. 178-18nc(dec). 

1H NHR (270MHz, DMSO-36) &Pi>n: 2.28(3H,e), 4,22(2H, 
s), 4.7K2H.S), 4.89(2H.br.8), 6.60(lH,dd,.W.3,7. 
3Hz). e^fidH.d.J-S.lHz), 6.97(lH,dd,J*7'.3,B,lHz), 
7.l6(lH,d,J^.3Hz) t 7.43(lH,dd,J=4.4.8.1Hz), 7.71 
(lW,d,J=8.1Hz),7.79-7.89(3H.iii), 8.54<lH,dd.J=1.5, 
4.4He), 8.66(lH.d,J=1.5Hz), 9.36(lH.br.s>. 9.60(1 

H. br.s). 

IR(KBr)cffl-l:3394, 3269, 1683. 1630. 1593. 1521, 1460, ID 

I, 750.716. 

[03171^^124 

N- (2-7$J7xZ.)V) -4- tN- <f-#7*y 

'-3— ^b^-^r-te^A'TSy] -wxrs H 
(ia-i Mb^fti^2 04) 

up. 186-1891C. 

1H NMR(270Mlfc, DMSO-d6) tfppm: 4.11(2H.b). 4.63(2H, 
s), 4.89(2H.br.s), S.eOUH.dd.J^SJ.SHz), 6.78(1 
R,d>6.lHz), 6.97(lH.dd,J^.3,7.3Hz), 7.12-7,19(2 
H.ro), 7.53-7.?7(2K,B>, 7.78(2H.d, J=8.8Hz). 7.95(2 
H,d,>8.8Hz), 9.58(lH.br.s). 10.04(lH,br.s). 
IR(KBr)cii-l; 3341,3248, 1694, 1631. 1611. 1506, 1314, 11 
26. 

[0 3 1831^^12 5 ■ 

N- (2-7iS?*CJV) -A- [N-.Xf-A'-N- 

(tiji/y-3-w/u) ^h^r^/ur^y] <y 

X75 H (£- 1 ; fck%>&5 10 3) 
■P. lSO-lSSXKdec). 

1H NMR(270MHa, DMSO-d6) *ppb; 3.24(3H,s), 4.08(2H. 
br.s), 4.50(2H,s>, 4. 94 (2H, br.s), 6.60(lH,dd, J=7, 
3.7.3Hz), G.79(lH,d,JsS.lflz). 6.98(lH,dd>7.3.8.1 
Hz), 8,03(lH,d,J=8.lHz), 8.48-8. 50 (2H.tn) f 9.72(1H, 
br.s). 

IR(KBf)cffl-l ; 3395,3283, 1683, 1639, 1604, 1506, 1459, 13 
07,1124. 

[0319I&M126 

N- (2-75>7x=^) -4- [N- {\£\)*Jy- 

2-4/1') xh^^r-fef-^rsyi^yxrsH 

-1 : -ffc-^feW 17 6) 
i»P.171-173'C. 

1H NMR(270HHz, DHSO-d6) ffppn: 4.26(2H,8), 4.74(2H. 
s), 4.89<2H,br.s), 6.60(lH,dd,J=6.6,8.1Hz), 6.78(1 
H,d,J«7.3Hz), 6. 97(lH,ddd.J-l. 5.7.3, 8.1Hz), 7. 16(1 
H.d,J^7.3Hz). 7,35(lH,dd,J=5.1,6.6flz), 7.80(2H,d,J 
=8.1Hz). 7.80-7.89(1H,jh), 7.97(2H,d,J=8.lHz). 8.59 
(lH,d,M.4Hz), 9.59(lH,br.e), 10. 30 (1H, br.s). 



5) , ®Bmo-l52462 

IR(KBr)cifr<l: 3391,3258,1678,1629,1593,1517,1128,76 
7,742. 

[03203 mm 27 

N— (2-75/7*=^) -4- [N— (N-SSf- 
,/<f;t>75/) 7-tef-/!/rSV3 H 
1 :-(t^f^97) 
pp. 218-220*0 (dec.). 

1H NMH(270MHz, DMS0-d6) dppa: 4.13(2H.d, J=5.9Hz). 
4.89(2H,s), 6.59(lH.dd,J^.3,7.3Hz), 6.77(lH,d,J= 
8.1Hz). 6.96(lH,dd,J^.3,8.1Hz), 7.15(lR,d,J=7.3H 
z), 7.55(lH.dd,J=5.1,8.1Hz), 7-73(2H,d.J=8.8Hz), 
7. 96(2H , d , J=8 , 8Hz) , 8. 25 (1H, d, *NJ . 1Hz) , 8. 74 ( 1H, d, J 
=5.1Hz), 9.07(lH,d,J=1.5Hz), 9-13(lH,t-lite.J=5.9H 
z), 9.58UH.S), 10.36(1H,s). 
[03 2 13 mUl 23 

N- (2-75/7»-n>) -5- [3- (tfJ^V- 
3— i» ynkf^-^rS H] ^y/79y-2-^ 

*x7S F (£-3 : ft^JfS^l ) 
dp. 267-272*0. 

1H NMRfiZTOMfe, DMS0-d6) ppij: 2.51(2l.t 1 .J=7.3Hz). 
2.97(2H,t,JM7,3Hz), 6. 61 (lH,dd.J=8. 1,8.8Hz), 6.80 
(lH.dd.J=l. 5.8.1Hz), 6.99(lH,dd,J=8.1,8.8Hz),7.20 
(lH,dd.J=1.5,8.1Hz), 7.32(lH,dd,J=5.2,8.1Kz), 7.49 
(lH,dd,J=1.5,8.8Hz) t 7.61(lH.d,J=8.8Hz), 7.67<1H, 
s). 7.70(lH,d). 8.15(lH,d.J=l,5Hz), 8.40(lH,dd,J= 
1.5,5.2Hz), 8.510H,d,J-1.5Hz). 9.84(lH,s>, 10.1(1 

H, s). 

IR(KBr)cn-l: 3333,3272.1666.1583.1561,1458,1314,12 
47.1143,807,746,713. 
[03223 gimi 29 

n- -4- [n— [2— (tru 

uy- 3— *» Jf4f^rcie^;i/] rs^] 

75 K (8-4 : ft-$flvm2 ) 
(129-1) ^f5S4 70XS(4 7-2>T^fe 
ib&faQ, 34s (1 . 2mmo 1 ) . IgflSflllOOO 
Ig(10 0-2)-ClS«Wb£«t)0. 34g (1. Om 
mo I ) ZMvutfy (10ml ) fc#JJ?U St. 
ter-Dx-fr^fO. 5ml (3. 6mmol)S--jp 
Znimtft&r, 2-?nq-l, 3-S>X* 
A*%WysJ>J»9u?-i HO. 21g (1. 24m 
mo I ) (O^HW^y (5ml) 

[0 32 3 3ir&/S&f&?B^fc?ift#&. OH, 

7 * - (P^f-Zlx : > 10:1) tfSt 

I. ifcfcj:'?, N- [2- (N-tert-T'h'f^ 
/l/jK^U75y) 7ir.;U] -4- [N- [2- (tfij 
^-3-^/1/) *tJfV7'Ot?*£yl'] 7^/]^X 
75 HO. 68stl, 3-if*W-2-4 S^/'J 
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(66) *B¥l 0-1 52462 



lK-NMB(270MHz, CDC13) *ppmi 1.52(9H,5>, 1.70(3H,d, 
J=6,6Hz), 4.84(lH,«i,J=6.6Hz). 6.89(lH,br.s) , 7.12- 
7.3l(6H,m). 7.68(2H,d,Jn8.8Hz). 7.79(lH,d.J=8.1H 
z), 7.96<2H,d,J=8.8Hz), 8.34(lH,d,J=2.9.2.9Hz), 8, 
43<1H ,d, M. 5Hz) ,9 , 25<1H. br. s) . 
(0324J (129-2) 03(129^1)^ 
fc<L"&*0. 68g^y?op^^V (5ml ) ffl&K- 
SttTl 5% (vo l/vo I ) h 'J 7/MTJ8f8l ■ f 
rBPX^VfSSS (10m J ) eM*.£&T4. 5^3 
fSfPUfc. «WBl(*MB4«WlL.<aft^ooX^y 

7*-^) -4- [n— [2- <tryw-3—f/w) 

$*t*srxj\:*=-iV\ 75/"] ^^75 HO. 22g 
(2st eP 3. IDW5 8%) ^aa^lMfri: LTff 

bp. 193-196*0. 

lH-NMR(270HBz, DMS0-d6) tfppa: 1.60(3H,d,J=6.6Hz), 
4.88(2H,br.s). 5.04<1H, q. J=6.6Hz) , 6.60(lH.dd, J=6. 
6,7.3Hz), 6.78(lH,d,J=8.1Hz>, 6.97(lB.dd,J=7.3,8.1 
fe), 7.15(lH,d.J^.3Hz),7.32-7.39(2H,m), 7.75(2H, 
d,J=8.Hte) ( 7.96(2H,d,J=8.1Hz), 8.20<lH,dd,J=1.5, 
3.7Hz), 8.35(lH,d,J=2.1Hz). 9. 59UH,br.s), 10.44(1 
H.br.s). 

[0325]|i«U30 

N- (2-7S/»7i^) -4- [ (KUifc'-S- 
<f ;k) * h*$/7-t^73 /0«;C7$ H (H- 
1 : •ftte«!l#^l 0 1 ) 0>&|£ 
(13 0-1) *»fc* h U ^A ( 6 0%ft&J8S9#) 
4, 4g(110mmol) £>THF (3 00ml ) 88 

SiSfc, gja?3-^i;^^>-;no. 91 g 

( 1 0 Ommo 1 ) *>THF (20ml) {gJgfrSSTFL 

$U Mil 0-1 2Cft*4^6?a«Mltt e i- 
t-rf-;H9. 5 1 g { 1 0 Ommo I ) <9THF 
(20ml) ffiRfcOTU:. CflffiHtt8iUt# 

: ifiarxf"^- 1 : l-»B»aif-*> -cswu 

X*JW7. 56g (33. 8%) $&&tiSttlfab LX 
fife. 

tO 3 2 6] 1H NMR(270MHz. QIC 13) 6"ppa: 1.49(9H, 
s>. 4.03<2H,s), 4.54(2H,s), 7.30(lH,dd,J=4.9,7.3H 
z>, 7.76(lH.d.J»7.3Hz). 8.56(lH,d,J=4.9Hz), 8.60(1 



H. s). 

(130-2) ^(130-1 )•?»*££% 3. 
5g (15. 7mmo 1 ) IQrHfrT h U 7lV*am. 

( 1 2m i ) £an**tft, mm^mftite. *« 

riX(:f70CJ> * y ( 7 Om 1 ) SflUi&S? 
fc y i>f ( 2 5 m 1 ) SrJnife. S ttegflS 
Ml O0W33S( 100-2) Vm.iUZfc&to*. 2 
6 g ( 1 3 mmo 1 > fc^fc, *$T. 2 

I. 3-^fM«f/'J=W?D5'(l ! 2. 3 7 
g(14. Ommo I ) O^no^^y (20ml ) 

3 O^WTf*^K:WfLfe. 
[032 7j*^T«fete5«ffSBlffLte^. fcftfiS 

m «s«w*LTfi4.*wtsaE*yy*'>'^5A^ 

A<=10 : DtPU, N— [2- (N-tert 
-7h*(l'*>UX^) 7577*i^D -4- [N— 

(try yy-s-' m>) * v^r^^rXJl *y 

7I7SH4. 78g («Z$62«) SDMI (1, 3- 
S/V<f-/W~2-< f^^/yyy) i«51 : 1 (mo 1 ) 

1H HMR(270MHz, CDC13)ffpp«i: 1.51(9H,s), 4.15C2H, 
s), 4.70(2H,s), 6.92(lfl,br.s), 7.15-7.29(3H,n). 7. 
37aH,dd,J^7.3,5.1Hz), 7.67<2H,d,J=8,8He), 7.71-7. 
79<2H,n), 7.96<2H,d.J<4.8Hz), 8.4K1H.S), 8.62-8.6 
6(2I.ii). 9.23(lH.br.s). 

[0328] (130-3) XS(130-2)TfS 
l,lVtftiffl2. 39g(4. Ommo 1 ) OS^OD 
Xfiy (2 8ml) mHzl5% (volAol)h 

y 7^aiHffi ■ nn> ?ytm ( 5 5 m 1 ) fcin 

-^^Xf<A">hV (2:1), SS5xf-/|/^THF 

(2:1). Hite*A^tettBiu ^ttsyasrfiaa 
i«i*T^i?f*. a&KWiW" h y ❖ u/i. saa 

SiPlR. N— (2-7S/7X- 

/l') -4- [N- <*>^h*!/7* 
f-^S/J^^SHl. 29g(iR"|5S5. 6 
%) 6-^e®*tLT#fe. 
[ 0 3 2 9 ] 1H NMR(270MHz, DMSCM6) ?ppa: 4. 19 (2H, 
s), 4.68(2H,s), 4.90(2H,br.s), 6.60(lH,ddd,J=»1.5, 
7.3.8.1Hz), 6.78(lH,<Id,J'=1.5 1 8.lHz) 1 6.97(lK,dd,J= 
7.3,7.3Hz), 7.15(lH,d,J=7.3Hz). 7.42(lH,dd.J=4.4, 
8.1Hz). 7.77(2H,d,J-8.8Hz), 7.85(lH,d,J=7.3Hz), 7. 
96(2H.d,J=8.8Hz), 8.54(lH,dd,J*1.5,5.1Hz), 8.63(1 
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H. e), 9,58(lH,s). 10.09(lH,s). 

IR(KBr) carl J 3403, 3341, 3250, 1694, 1630, 1610, 1506, 13 
14,1259,1118.764. 
[0330] ^8113 1 

N- (2-75y?x-yU) -4- [N- [2- (*y 

o» y^^^rptr4•=/^'] rs./3 <y 

XT 3 K (*-4 : fc&mtlrl*) 
(131-1) 7&&{£i-h>JVJ* (60Xffl«S5?5) 

I. 24e (31mmo I ) &SS&THF (90ml ) 

7g (30mmo 1 ) OSStflTHF ( 1 Om 1 ) mm 

ert-^f-ZWCS.-f/We. 27g(30mmol)« 
WTHF (10ml) jg}2t5^>ffCSrFL.fc. 

gja-ci i , 5ffl§Bffli,iz. *mt*i®msxi-fr 

- ( n-M^V : H?X*-/1/= 1 : 1 ) "CWttiC 
fcicfcO (wyyy-s— f/U) *Mr*>Bil ter 
t -T^X^/M , Ols (W56. 3%) £35 

lH-NHB(270HHsf. CDC13)*ppii: 1.42(3H,d,J»7.3Hz), 1. 
50(9H,s). 3.96(lK.q,J^.6Hz), 4.47, 4.69<2H,ABq, J= 
11.0Hz), 7. 29 (lH,dd,J<»5. 1,8.1Hz), 7.75(lH,d,J«8.1H 
z), 8.50(lH,d.J«4.4He). 8.60(lH,s). 
[0331] (131-2) XgU 31-1) "Ci§ 
fcfti#ltol. 0 9 g (4. 5 9mmo 1 ) (5^0P> 
<?y (5ml ) iSiEk:hy7>l/?}-Pl*ffi (8ml) fcjjq 

is«a-c9. smmiiz. m&ttixmm 

\£>;9uxi*9V (25ml ) SrJDni. s&tetyyi' 
(3ml) £»D4.yi. *KTF. 2-?DO-l, 
*f9Wfi7Vyj*=#A7a*-f HO. 7 0 g (4. 
lmmo 1 ) <T>V9VU*9V (8m 1 ) jgfffi^fTFL 
fcgL 3 0^EBS^L5t. i<O?gf$(c^g|?!ll0 0«X 
S (10 0-2) T&fc-fteUjO. 9Sg (3*. Omin 
o I ) «i*J9Txu*9v (20ml ) -)£VVy<iO 
m 1 ) &$£*ttTl 5#a»tfTtt*e»T"Lfcft. S. 

£fc«, #t^LT?pp*/kM?f|!itfjLfc. 

[0332] ^syssfla^iEffi*^M4, m m 
m ixmmsw t>y>i>*? a? p*? 7 < 

- (»!8x^;w-^^y-/i/=8 : l) -c^at*^ 

J:9, N— [2- (N-tert-^h^*W^ 

rs/) 7*=;H -4- cn- [2- (ey^v-3 

— f/k) ^ h^^7*ptT*-/U] 75/ ] <VX7S H 
1. 19g£l, 3-5*>W-2— f 
<02 : 3 (*;Hfc) {B^Jt L/C&fc. 
lH-NMR(270MHz, CDC13) tfppm: 1.51(9H,s). 1.54(3H,d, 
J=6.6Hz), 4.13(lH,q.J=6.6Hz). 4.65, 4.71(2H,AB<i, Jb 



7) SUBS*! 0-1 52462 



11.7Hz), 7.12-7. 18(2H,b), 7.28-7.37(3H,ffl), 7,65(2 
H,d,J=8.1Hz), 7.73(2H,br.d,J=5.9Hz), 7.96(2H,d.J= 
6.8Hz), 8. 59-8. 64 (3H. a). 9.39(lH,br.s). 
(0333] (131-3) Ig(131-2)T8 
iift&m. 19 e (1. 8mm o 1) m?9VU*9 
y(10ml)^aK15?S(vol/vo 1 ) MJ7 
/WtfoBFS?- y^ap^^VISJg (20ml ) SrtOi, 

AON- (2-7£/7x-/W -4- [N- [2- 

(tfyw-3— f ^h^^Tne^/k] 75 

] KyXT S r 5 8 5 m g £«M§fiBlfr LTfcfc. 

[0334] op. 144-148'C. 
1H NHR(270Mte, DMSHI6) ffppn: 1.40(3H,d,J=6.6Hz), 
4.14(lH,q,J=6.6Hz), 4.56 and 4.65(2H,ABq,J<1.8H 
a), 4.89(2H,hr.s), 6.60(lH.dd,J=7.3,7.3Hz), 6-78(1 
H.d.J^.lHz), 6.97(lH,dd,J=6.6,7.3Hz), 7.16(lH,d,J 
^.3Hz), 7.40(lH,dd,J=4.4Hz,7.3Hz), 7.78-7.85(3H, 
m), 7.97(2H,d,J=8.8Hz), 8.52(lH,<fd,J=1.5,5.1Hz). 
8.61UH,d,J=2.lHz), 9.60<lH,s), 10.15(lH.s). 

[0335J5SW132 

N— {2-TX/7x=JU) -4- (N-^Vi/'/PTS 
J ) fiW^JUKyXTS 1* <£- 1 : il&timZa 

(132-1) fU7;/W6^f/H3. Og 
(7 2. 2mmo 1 ) Oh**.* (100ml ) «g 
fcf-:t=^P?<f H (10ml ) fcgjBTijSTU:. 

80«ce3o*Bgjji#Ltej», ffijttbjstfiwanfrai' 
*u94 KfefSLn:. ^n^SfSSr^^ify ( l 
0 0ml ) 2-~bP7^y V9. 9 

8g (72. 2mmo 1 ) &tot, 4®mm8faL 

[0336] aMssfcsau ®t>ii*m*x 

fS-lUVMH-tZtk**), N-(2- = bP7x 
r:/» -4-^r^^/W*^/l'^>'XraH2 0. 3 

g (1P93. 7%) %&m#tbxm. 

1H NIW(270MKz, DHS0-«)*ppni: 3.91 (3H,a), 7.43-7.4 
9(111. a). 7.76-7.78<2H,n), 8.03(lH,d,J=8.1Hz), 8-08 
<2H,d,J=8.8Hz), 8-14(2H,d,J=8.8Hz). 10-94(lH,s). 
[0337] (132-2) IS(132-1)T# 
hi\Wt&1to4. 24g(14. 12mmol)C9TH 
F (50ml ) -^^/-/K50ml)ffl^JSSStc, 

ms^r io%Pd/co. 4g s-jta^-fc^, *ss( 
arrci. simwu:. imtzmt* mz&& 

- (2-7S/'7x-^) -4-.* b^^/l/^-^t. 
VX75H3. 4g (1R*87. 5?6) *Si3?^lh*i: 
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lH-NMR(270MHz, DMS0-d6> fl-ppm; 3.90(3H,s). 4.95(2H, 
6). 6. 60(m.d<], J<^7.3, 8. lKz) . 6.78(lH,d,J=7.3Hz), 
6.99(lH,dd,J=7.3.7.3Hz), 7.17(lH,d.J=7.3Hz).8.08(2 
H.d.-MUHz), B.n(2H,<J,J=8.1Hz). 9.85(1H,g) 
[03381 (132-3) 1^(1 32-2) 
$>tLt:4l&te2. 7 1 g ( 1 0 . Omm o I ) (O'M* 
<) y ( 1 0 0 m i ) -* < 5 0 m 1 ) fflfctt 596rtfflt 
+h U *A>J^fc^T?aiI*.fc«.. 3 fcfcf- 1 e 
rt-:ffW* 2. 6 2g (12. Omm 

0 I ) fti***?*' (40ml) HWMrFUfc. MB 
T?4D$|Sf8ifl ! 8L HtefMSfUs. fi#HWS*JttfRIfcx 

•Js N-C3- (N-te rt-yh^S'tf/l'tf-M 

H3. 54 g 7») *a^B-fe|S«itt LTf# 

1H NMR(270MKz, DMSQ-d6) Spw 1.44(9H,s), 3.90(3K, 
s), 7.l2-7.24(2H,n>, 7.55-7.58(2H,jd), 8.09(2H.d,J= 
8.8Hz), 8.10(2H,d,J=8.8Hz). 8.72(lH.s), 10.00(18, 
s). 

(03391 (1 32-4) IS (1 32-3) "CIS 
>tyte«53. 0 0g(8. lOmmol ) 0>Af/~n< 

(5 0ml )-0. 5«S*i^i;iJf«'>A*J8fS<25 
ml) SM^OW5«ttlWB»f Ufc. 

vmitmm®im. muz, »»*s*lt 

7fi>l>m */-2- <N-t e rt-7>«*i^;U:K 
75/r='J H2. 24 s <JR$7 7. 6X) g: 

1H NMR(270MHz, DHS0-d6) Sppn: 1.45(9H,s). 7.12-7.2 
l(2H,o), 7.53-7.58(2H,n), 8.06(2H,d,J*8.8Hz), 8.10 
<2H,d,J»8.8H3), 8.71<lH.s). 9.97<lH,s). 

£03401 (132-5) IS ( 1 3 2-4 ) f19 
fctt&lfoQ. 20g(0. 5 6fflmol)^Dn> 
IP*' < 4ml ) KaBfRiZ^^TSyO. 14g 

(1. 3mmo 1 ) Srjni, S6teVyi^T5V 
0. 2 1ml (1. 5mmo 1 > SHatifc. zm&£. 
*tf?72-?np-l , S-I^Cf-^f S^/y?*? 

HO. 25g (1. 48mmo I ) fcMi. 3fc 
te*»Tlltt6\ SBTllMflWU:. 7no*;UA 

fc. 

1 o 3 4 1 j «MtttftttB*flgM, tw. mt 

-(?nD*^A:>#y-*=lOi l)-CfiS5L. 
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N- (2-te rt-T'hdf J/*;Wf-;l/7S/'7x=: 
;U) -4- (N-<y^75y> jMfisJWXr 
SH279mg (IR*62. 6%) fcSStattfcLTft 

1H NHR(270MHz, DMSO-dfi) ffppm: 1.45(9H,s), 4.52<2H, 
d.J*5.8Hz). 7.13-7.28(4H ( m), 7.34-7.35(3H.m), 7.56 
(2H,d,J=8.1H2). 8.05(4H,s), 8.71(lH,br.s), 9.23(1 
H,t), 9.94(lH,s). 

[03421 (132-6) Xn (132-5) 
fe***l Sling (0. 339mmol ) fc4SfeiS 
S^y^dftVlgfBl (5ml) £ Sa-CilDl. 48||f8l 

i,t:m*tm*mthzkk*')ti- (2-7 as 

7x.cjV) -A- (N-<y^7S/> #/MfcVU* 
^X75H78mg («S^67%) ft&fiiattfc LTft 
fc. 

tip. 239-241'C(dec.). 

1H NMR(270MHz, DHS0-d6) ffppio: 4.51(2H,s). 4.93(2H. 
br.d), 6.60(lH,dd,J=7.3,?.3Hz), 6,78<lH,d,J=8.1H 
z), 6.95(lH,dd,J^.3,8,3Hz), 7.18(lB.d), 7.23-7.35 
(5H,n), 8.01(2H.d,J=8.8Hz), 8.07(2H,d,J=8.8Hz), 9. 
22(lH,br.t), 9.81(lH,br,s). 

1 3 SnflSftWtftftLfe. itmm& (w 

P . > , ih nhr, iwm&mmt. 
[03441 mmi 33 

N- (2-75/7*=^) -4- [N- (2-7xi 

/|,xf-;W 7Sy] »A-^1^.>-^7S H (3-1 : 

ft£**99) 

BP. 237-240 > C(dec.). 

1H NHR(270MH2, DMS0-d6) tfppm: 2.87(2H ( t,J=7.31fe), 
3.51(2H,dt,J-5.9,7.3Hz), 4.94(2H,br.s), 6.60(lH,d 
d.Js7.3,7.3Hz), 6.78(lH,d,J^.3Hz), 6.98aH,dd,J« 
7.3,7.3Hz), 7.15-7,34(6H,m), 7.93(2H,d,J=8.1Hz), 
8.04(2H,d,J=8.lH8),8.73(lH,t,J=5.lBa) 1 9.76(lH,br. 
s).IR(KBr)cm-l; 3396,3320.1625,1602,1539,1453.131 
3,699. 

[03451S»W134 

N- (2~T$S?x.=.)V) -4- [N— (4-ShO 

7*y^^T-t'f;w) TSsi^yxruv {m-i ; 

(134-1) H3S051OOOIS (100-2) ■? 
^*l^L^*i3g (9. 2mm o 1 ) , 4-=h07 
x/«VH|iK2. 16g(ll. 0mmol)<^DMP 
J8?S ( 7m 1 ) H&WvmirfMiMMH 5 H 2 . 
82 g (13. 8mm o 1 ) ODMFjffflg ( 5m 1 ) » 
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5-f MP31U 8S8*il?£Lfc. 

co 34 6 1 ®biui&am*tx3v*juM>tiam& 

U N — [2- (t«rt-^hUfS/5fr^sKSJpr§ 
J) 7i-M -4- [ <4-^hn7x/'*y7*'?- 
<p)7*^]^>'3er*H2. 34g (flfffESOSO ft 

1H NHH(270HHz, DHSO-46) tfppm: 1.45(9H,s), 4.97(2H, 
s), 7.12-7.a60H,ra), 7.23(2H.d, Ji=8.8Hz), 7.53(lH.d 
t„J=2.2,7.3Hz). 7.79(2H,d>8.8Hz), 7.95(2H,d,J=8. 
BHz), 8.25(2H,d,J=8.8Hz>. 8.71(lH,s), 9.79(lH,s), 
10.52(lH,s). 

[0347] (134-2) IS(134-l)Xit 
fe^L-^WO. 7g(l. 38mmo l)4>7*hx 
h iJA^tt (10m!) fe^iata-H h *JX+lUi/9 
VI. 26ml (8. 85mmo I > fcflfl*. 2#fat8 

RX*/l<Ttti»L. N- (2-7Sy7s-/W -4- 
[N- (4-xha7x./*S'7-fef-/l') 75^] ^y 
*75 KO. 22s <IK$3 9&) ta«Sfij:L-Cft 
ft. 

103 48] up. 2l2-215'C(dec.), 
1H NMB(270HHz. WS0-d6) *ppn: 4.97(2H,a). 6.88(1H, 
t.J^.3Hz>, 6.99(lH,d.J^,3Hs;), 7.1l(lH,t,J^.3H 
z), 7.23(2H.d.J»8.8Hz). 7.24(lH.n), 7.77(2H,d 1 J«8, 
8Hz), 8.00(2H,d.J=8.8Hz), 8.25(2H,d, J=8.8Hz), 9.89 
(lH,s), 10.52(ia.s). 

IR(K8r)cifr-l; 3382,3109, 1650, 1591, 1508. 1341, 
C0349]|?)M^|135 

N w (2-T5/7xX^) -4- [ (4-73/7x 
/*l/Tkf>>V) 75 /J ^yX73 1* (»-l : 
$3HM 5 ) 0>&|$ 

SSSfeWl 3 409XS (134-1) TOHlfcfcftW 
1. 41 g (2. 7 8mmo 1 > <*» * A-/K 1 5 ra 
1 ) — THP (2 5ml ){gfffitelO%Pd-C*ifli 

y^y^UTs N— [2- <tert-7Hri/;$/Urf 
x*7$^> 7*-^] -4- £ (4-7S/7x/dr 
^7-fe^W)7$/]^X7SHl. Igfc&fc. 
[0350] £*l£7-fehx|*y/H5mlfc?8fc?U 
3-FMi^f-/U^?VO. 74ml (5. 20mmo 

i ) *ibl+ m&X'smmwit:. sjB»m 

SrJSBSL^^Xf-^hyT^LT, N~ (2-7 
$J?3l2./U) -4- [ (4-7S/7x/^i'7*-bf- 
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I /U) 75/] ^y^75K0- 86g (JRfl!83%) 8 

mp. (amorphous), 
i 1H NKR(270HHz, DMS0-d6) * ppn: 4.82(2H.s). 7.13(2H, 
d,J=8.8Hz), 7.30-7. 48(6H.m), 7.82(2H,d,J=8.8Hz), 
8.03(2H.d,J=8.8Hz), 10.34(lH,s). 10.46(tH,s) . IR(KB 
r)cm-l: 2873,2590,1680,1602.1505.1243. 
[0351]»!I136 

N— ( 2— 7*5/7xX/l/) -4- (5-7«/«*S/.* 

i f/i^-i, 9-*^hry ^- 2 -♦v-s 

y*7 5 H (*- 2 ; ftMttH- 1 ) O^flfc ( 1 3 6 - 

i ) 4 - ( n -KyUiv^^tD^^r a y ) g 

&1? ffit . 7 ff ( 2 . 1 4mm o 
1 ) flTHF^fg (iOml ) fc, -7«TJTa-yf- 
*!/*9Al. 33ml (2. 25mmol)fc5#IB 

jwrcwri*. Mrs fete i. smisilSfttfca, 

yx-^y^H-Zt'O. 31ml (2. 29mmo 

KU:&> JSW<&fb7y : ex»7A*i§}s&jai. Sflfct 
*/kc2@H&aiu ■^m^ws^^^^^-^m 

&U N- U- {tevt-7Y*l'*)iVX-)\>) 7 
xCi/l'] -5,-7x/^y>^l'-l, 3-W/y 

yy-2-#yo. 3ig (iR$3 9«) sfifc. 

1H NWR(270MHz, DHS0-d6) ffppm: 1.53(9H,s), 3,97(1H» 
dd,J=6. 0,8.8Hz), 4,Z3-4.34(3H,ffl). 5.11(lU,o), 6.94 
-7.00(3H,m), 7.3K2H,in). 7.7l(2tt,d,J=8.8Hz),7.93(2 

H, d,J=8,8Hz). 

[0352] (136-2) IS (136-1) oft 
£%0. 26g(0. 704mroo 1 ) e07*N-hU 
;M8JE (4ml ) \Zb\)*ft\,WVT4*?<i HO. 
15ml (1. 0 5mmol) fr^, ^fflT2B#ISffii 

(4^*/>dWr^7x^) -5-7xy^^-f;k- 

I, 3-^*7Vy^y-2-*yo. 2g(i|W9i 
%) fcfSfc. 

1H NHR (270MHz, DHSO-cKJo'ppd; 3.98(lH.dd,J-6.6,9.6 
Hz), 4.23-4.34(3H,a),5.10aH.o). 6.94-6.99(3H.b), 
7.30(2H,t,J=8.1Hz), 7.72(2H,d,J=«.8Hz), 7.98(2H,d, 
J=8.8Hz>, 12.85(1H,8). 

[0353] (136-3) Ig(136-2)Ofc 
^0. 15g (0. 479mmo 1 ) «S-fb<f-uy 
mm (7m 1 ) ttWfi«DMP&3DiASb, *WU 
12ml (1. 40mmo I ) 

^SV2B$iaJsm!Lft. i$m^U h^xy-p 

2Ei^9iLft«a&{fc;^f->y (4m i ) mmi, m 
Tmmi«xani-2) ma-mo. iosg 

(0. 5 04mmo 1 ) , try^yo. 12g (1. 5 
2mmol)^b^^yy}S?K(lml) 
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U N- [2- (N-t«rt-7'b= ! Pi'^;W?r.;Wr 
5>>) -4- (5-7iy^y>^-l, 

3 -*<MhT U V- 2 -* 3 — A IV) <yxr 3 H 
0. 25 e (Jgftft) 

1H NMR(270HHz, DHSM6) Sppm: 1.52(911,5), 4.1H1H, 
dd,J=5.9,6,6Hz), 4.2M.27(3H,m), 5.01<1H.eb), 6.84 
(lH.br.s), 6.91(2H,d,J=8.8Hz), 7.01(lH,t,J=7.4Hz), 

7.12-7.34(5H,w), 7.68(2H,d,J=8.8Hz). 

[03541(136-4) 1*1(1 36-3) *>tt 
GfljO. 22 e (0. 4 3 7mmo 1 ) (AT-teh^M 

<4mi) tegiat-h v*+A4r\)Air4*r<i 

b'O. 1ml (0, 703mmo 1) Sr»Di2^IBIflSS i 
ftt&AU N— ( 2-75/7.1.=^) -4- (5-7 

-iwoxrwo. i3g (jr^74%) 

t&ftfcLTgfc. up. 165-170X!{dec.). 
1H NMR(270MHz, DMS£M6) *ppm: 4.01(lH,dd, J»6.6,9.6 
Hz). 4.28-4.34(3H,i0.5,12(lH,n>, 5.23<2H,br.s> , 6. 
64(lH,t,^,4Hz), 6.81<lH,d>8.lHe), 6,95-7.00(3 

H. ni), 7.18(lH,d,J=6.6H2), 7.31(2H,t.J=8.1Hz), 7.72 
(2H,d,J*8.8Hz).8.05(2H,d,J=8.8H8>, 9,69(lH,s). 
IR(KBr)cm-l : 3393. 1740, 1610, 1508, 1253. 

[03 59] MMl36fcRM«>&a;|s*9. mm 
13 7**1 4 3mfls****i*l,fc. JJtTfc, mm 

A^Hfe^KA (up. ) » ih nmr, a<om&mt:7fi-r. 

[0356]|Stfefl]137 

N— ( 2— 7*Sy 7*— ;u) -4- [5- (4-=hn 
7x,/^j/) ^f-/p-i , 3-^*r/'jy-2-^-y 

-3 -•<[/« <yX7$Y <£~2 : fli£1fc#^2 ) 
op. 162-1641C. 

IH NMR(270MHz, DMS0-d6) tfppm: 3.97(lH.dd, J=6.6.9.5 
Hz), 4.10(lH,dd„J=5.1.11.0Hz), 4.17(lH,dd,J=3.7,l 

I. 0Hz), 4.27(lH,t,J=8.8Hz), 6. 53-6. 80(6H,(n) .6.97(1 
H.t.J=8.1Hz>, 7.16(lH,<t,J=6.6Ra), 7.72(2H,d,J=8.8R 
z), 8.04(2H,d.J=8.8Hz), 9.65(lH.s), 
IR(KBr)cm-li 3356,2365,1741.1609.1510.1247. 
[0357] mm 38 

N- ( 2-75^7 x-Vl>> -4-|5-^*sW 
3 -Jf^V'iJ^- 2-^-^-3-^ 

ens) 

bp. 181-183-C. 

IH NHR(27DNHz, DMStHJ6) ffppr. 3.69(lH,dd, J=5.2,ll. 



(Ste), 3. 76 <1H, dd , J=3, 7, 11 . Olfe) . 3.91(lH,dd,J=5.9. 
8.8Hz), 4.59(2fl.a), 4.93(lH,n). 7.26-7.41(8H,s), 
7.5K1H.I), 7.74(2H.d.J=8.Bib), 8.15<2H,d,J=8.8H 
z), 10.42<1H,8). 
[OS58]NMffl99 

N- (2-75V7xr./l/) -4- [5- (tf'J^y- 
3— fiW 7t%WHi>-\. 3-*W!)y-2- 
*y-3-<UV} <yXT$ K (St-2 : -flfe*** 
4) 

hp. i99-20i i c. 

IH NHB(270MHz. DMS0-d6) * ppm: 4.01(lB,dd.J«6.6,8,8 
Hz), 4.28-4.46(3H,ra),4.96(2H,br.8), 5.14(lH,n). 6. 
6l(lH.t.Js7.4Hz), 6.79(lH,d,J=7.4Hz). 6.98(lH,t> 
7.4Hz). 7.16{lH.d,J^.4Hz), 7.36(lH,dd.J=4.4,8.1H 
z), 7.44<lH,dd.J*1.5,8.11fe). 
IR(KBr) curl; 2815,2631 , 2365. 1752, 1610, 1520. 122. 
[0359]Sftffll40 

N- (2-75^7*^) -4- [5- (W)l?y- 

3-^^) ^^/w^f-zu-i. 3-^^-tyjy . 

-2-*V-3-'OH <y^TSK (fSl- 2 : 
MP. 160-164X:(dec.). 

IH NHR (2T70MHz, DMSD-d6) <?ppb: 3.73(lH,dd,J=5.2,ll. 
7Hz), 3.79(lH,dd,J=3.9.11.7fe), 3.91<lH,dd,Js5.9, 
8.8Hz), 4.Zl(lH,t,J=8.8Hz), 4.62(2H,s>, 4.91(3H.b 
r.s), 6.60(lH,t,J=7,4Hz), 6.78<lH,d,.W.4Hz>, 6.98 
(lK.t.J^Hz), 7.16(lH,d,J=7.4Hz), 7.38(lH,dd,> 
4,4,7.4Hz), 7,69(2H,d,J=8.8Hz), 7.7iaH.n). 8.03(2 
H T d,J=8.8Hz), 8.51(lH.dd,J=1.5.4.4Hz). 8.54(lH,d,J 
=1.5Hz). 9.65UH.S). 

lR(KBr)ai-l; 3368,1742.1648,1608,1492,1226. 
[O36O]fS&05l41 

N— ( 2~7$y 7x— /!>-) -4- [5- (3-=hO 
7x^)^-1, 3-**wjy-2-*y 
-3-4*1 «yX7&V (£-2 :lt^ft^6) 
up. 230C(dec.). 

IH NHR(270Wte, DHS0-d6)<? P pi»: 4.04(lH,t,J=*.8fe), 
4.32(W.t.J=8.8Hs), 4.41-4.53<2H.a>, 4.91(2H.s). 
5.15(1H,«), 6.61(lH.t,J=7.4)fe>, 6.79(lH,d,J^.4H 
z), 6.98(lH,t,J=7.4Hz), 7.16(lH,d,J=7.4Hz). 7.46(1 
H,dd,J=1.5,8.1Hz),7.61(lH,t;j=8.1Hz), 7.71-7.79© 
H,b), 7.87(lH,d,J=8.1Hz) ( 8.06<2H.d,J=8.8Hz), 9.66 
(IH.s). 

lR(KBr)cn-l: 3363,3095.2365,1741,1608,1529. 
[0361]^J6^|142 

N- <2-75y7i-/l/) -4- [5- <t:U^- 
2 -4/U) ^fWWf*- 1 . 3-*^ifyiJ >- 
-2-*y-3— ^VXTSK (^-2sft-&«J 

zp. 172-174TC. 
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1H NMR(270HHz, DHS0-d6) frppm: 3.79<lH,dd.J=5.2.11. 
OHz), 3.85<lH,dd.J*2.9,11.0Hz), 3.95(lH,dd,J=6.6, 
9.6Rz), 4.23<lH,t,J=9.6Hz). 4.67(2H,s), 4.90(2H, 
s), 4.95(1H,P), 6.60<lH,t,J=7.4fe), 6.78(lH.d,J^. 
4Hz), 6.97(lH,t.>7.4fe), 7.16(l8,d,J=7.4Ha). 7.29 
UH,dd,J=5.2,6.6Hz). 7.40(lH,d, J=6.6Hz),7.70(2H,d. 
J=a.8Hz), 7.78(lH.dt,J*2.2,7.4Hz>, 8.03(2H,d.J=8.8 
Kz). 8.51(lH.d,J=4.4Hz), 9.64(lH.s). 
IR(KBr>cirl: 3369, 1743. 1651, 1608, 1492,1283. 
[03621 S8ffi«143 

N- (2-75>'Vx^) "4- [5- (tfUJ^V- 

*y-3-4JV] <yXTS Y (35-2 : 
8) 

np. (amorphous). 

tAtmimm, DKSO-d6) <Jpp»: 3.96ttH,dd.J=5.9,9.6 
Kz), 4.21-4. 40(3H,o), 4. 90(2H.s), 5.03(lH.ii). 6.28 
<lH,t.J=6.6Hz), 6.43(lH,d,J=9.6Hz). 6.60(lH,t,J=6. 
6Hz), 6.78(lH,d,J=6.6Hz), 6.97(lfl,t,J=7.4Hz), 7.15 
(lH.d, J=6. 6Hz) , 7. 46(1H, dt , J^. 4 , 1 . 5Hz) , 7.67(2«, d, 
J=8.8Rz), 7.69(lH ( u), 8,03<2H,d,=8.8Hz), 9.640H, 

6). 

[03 63J j5tt5«144 

N— (2-r5y'7x-;i/) -4- CN- C3- C (K 

vvy-3-4M -xf-^rs/] war?*- 1, 

(£-2 :<fl»HIJ»»9) 

(144-1) 3. A-iS-n-yh^ls-S-is? 

2->J#yO. 073g (O. 323m 
mo 1 ) OTHPgfiK (2m 1 ) ttgUIIWlOXg ( 1 
-4) tf^WO. Is (O. 2 9 3mmo 1 ) MM 

4mamim> z*>tz3-7§sx+>wyy 

0. 033ml (O. 327mmo 1 ) *an£lBISK 

[0364] fiS-»?X9 V Vy 

/LTN- [2- (N-te rt-fh^U^^HJV 
r5>) ?*zji>] -4- [N- £ 3— C {KVity- 
3— 'f/U) x^/i^sy] ^n^-l, 2-5** 
y^-^HTS^fvlO^vXTSKO. I2g 

(JR#7896) 

1H MK(270MHz, WBCM6) ffppn: 1.44(9H,s), 4.75-4.8 
K4H,ra), 7.l5<lH,dt.J=2.2,7.4lfe), 7.20(lH,dt,J=2. 
2,7.4Hz), 7.40(lH,dd,J=2.2,7.4Hz), 7.47(2H,d.J=fl.l 
Hz), 7.54(2H,dd,J=2.2,7.4Hz), 7.73<lH.in>, 7,94(2H, 
d,J=8.1Hz), 8.50(lH,o), 8.55(lH.d,J=1.5Hz), 8.67(1 
H.s), 9.82(lH,s). 

[03651 (144-2) 3M (144-1) ffMt 
&toO. ls(0. lSmroo 1 ) <r>>M^y (4m 



i ) dmi) imz-4ffig8&-y** 

•?y (4m 1 ) S*Ji2^SRjSt5t, Kffifcm » 
flDi. $<aft?fci*i&&FJKl'TN- (2-TS>'7xCi 

/W) -4- [N— [ 3 — [ <*y*>y-s-4*) 
)V7^J\*y9n-f 1 fy-\. 2-V$y-4-<i)V\ 
7£;>f/l/]'CX75KO, 04s dK*49«) 

mp. 230*C. 

1H NHR(270MHz, DHS0-d6) ffppa: 4.76(2H,s). 4.79(2H, 
s), 4.90(2R.s), 6.60(lH,t,J^.4Hz). 6.78(lfi.d,JW7. 
4Hz), 6.97(lH,t,J*7.4Hz), 7.16<lH,d,J=7.4Hz) l 7.39 
(lH.n), 7.43(2H.d,J=8.1Hz). 7.73(lH r d.J=8.1Hz). 7. 
97<2H.d.J=8. Ufa), 7.99(lH,br.s). 6.51(lH,d.J=8.1H 
z), 8.55(lH,s>, 9.64(lH.s). 
[0366]^*SM145 

N- (2-75^7*^) -4- [3- (tyyy- 

*tA"0*r* H (8-2 : ft«tPWl OS) 
(145-1) x.f-Vym.4. 92s (5 7mmo 
l) , .Xf^ 4-7n*.><<frW'<yv''x-i*5. 7 3 
g (25mmo 1 ) , 3^ f /l\r?)V7<h>\,7 
y*i>7Al. 8 5 g (5. Ommo 1 ) <ODMP (3 
0ml)^fc«BS^U*7A7. 889 (57mmo 
1 ) mi, 8QKlV5m8fltmiWlfi:. 
[0367] H»»*rBUfctt#Bpt?^ 

fuai^aw^o^h/*:? -f- (IM£Ef-/l'i * 
10:1) TtraUTftMlftWHaMttft 

*7«^^p) a^vyy-g-st^s. 36g 

(HW57. 4%) *«J6&IK|cfcl,Tfflfc. 
lH-NMR(270MHa, CPC13) <5"Pfwn: 3,28-3.35(2H,in) 1 3.41- 
3.47{2H.d), 3.92(3H,3),4.42(2H.b), 4. 61 (lH.br. s), 
7.35(2H,d,J=8.1Hz), 8.01<2H,d,J=8.1Hz>, 

[036S] (145-2) . 3-?na**ivwJ 
y®B%&2 , 0 5 g ( 1 2. 5mm o 1 ) fcl&ftSW* 

irai^L, Sfcfc#fe/ufeS®teDMP (5ml) Sr 
0. 37g(l. Ommo 1 ) <yVfos>5<{ 

wvvwms.wm'u*.. imitf-Y ( 6 0% 

ttftflN) 0. 30g (7. 5mmot)ODMF (5 
m 1 ) JKiSfffifcliaT, ICS (145-1) TflfcflSfr 
•I. I7g(5. Ommo 1 ) ODMP { 10ml ) 

«at*«tewrL^«» sjaT3o^}^ufe. i« 

8 OX:T7 ifflMHWUs, 
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[03 69]-4&giar8cEt*:. DMPfetBSSLrt: 
SXf-^-^^Xf-A-^by (2 : 1 ) Tttttlfc. 

/U:>^/-/1/=10 : 1) Tf&SSU N- (4->h 
ipi/*/W^;^*-;Mf-;i/) -N' - (brtjyv- 
3-{)H ^f-;M5^/!)y-2-#>'l. I7g 

1H NMH{270MHz, CDC13) <?pp»; 3.20<4H,s), 3.92(3H, 
s), 4.44<2H,s), 4.4fi(2H,s). 7.27^7.36(3H,in), 7.64- 
7.69«H,ra), 8.01(2H,d,J=8.1Hz). 8.53-fl.56(2H,m). 
[0370] (145-3) 131(14 5-2) t19 
fcft^BjO, 55g (1. 7mmo I ) <r>*?J-)\> 
(8m 1 ) -* < 8m 1 ) WBtsWCMMsU 
l*Uiill0ms(2, 62mmo 1 ) frJ&OiSO'C 
"CI . SlMttttFLftft, SfetakSM'Jf-nr.M 
*W«lO. 05g (1. 2mmo 1 ) *lo;U 5 0TJT 

(pH3~4) BLfcO*, a^S*arjRA. »8tX 
2®. w&x&fi'-xi-M&n'thi' < 1 ! 

[3- (IfUf $*VU>-2 

fiuix+ivg&mo. 32s 
1%) &%mmniLxm. 

1H NMR(270MHz, DMS0-d6> ffppn: 3.17(2H.s), 3.20(2H, 
s), 4.36(2H,s). 4.38(2H,s>. 7.35-7.42(3H,m), 7.68 
(lH,dd,J*6.6Hz),7.92(2H.d ( J=8.1Hz), 8.5l(2H,ra). 
[0371] (145-4) J3K145-3) Tf& 
fcit&lfaO. 31 g ( 1. Ommo ] ) WfvuX* 

y ( 1 2m i ) iiiifficiiawfy/^D?^ h o . 

3ml (3. 5mmo 1 ) £irFU:ft^i& > C30#, 

msmmmims nmiwxn (1-2)0 

-(fc&lltlO. 21g (1. Ommo 1 ) W9xxx3*?V 
(2ml ) -tUi^ (2ml ) $$&#fTLfc. £*S 

[0372]:^&)&^*t1fti*ft, ffijg 

- (gftexf-/u-x^y-/^=2o : i ) -cmn-ac 

fctJ:iJN- (2-tert-7h*S'*/|'ii(=Vl'75 

;7x-;n -4- [3- (wuy-a—iMi- 
iv) ^s^yijv-2-^y-i-'f^] >f/Kyx 

75K0. 10s (QW30X) ft*fi»KM:UTt» 

1H NMH (270MHz, CDC13) Sppffl: 1.52(9H,s). 3.20(4H, 
s), 4.45(2H,b),4.48(2H,s). 6.75(lH,br.B), 7.15-7.4 



g(5H.n),7.6B^.70(2H,m), 7.83(lH,d,J=7.3Hz), 7.94 
(2H,d,J-8.1Hz>. 8.50-8.6O(3H,br.ra). 

[0373] (145-5) 1^(145-4)^ 
frffc&ftl OOmg (O. 20mmo 1 ) 

(2ml) te»ftf U:ft. 4^f£K-i^^D-y ( 2 
m 1 ) Srftlifcft, > < 0 . 5ml) ZMt& 

ft. SHfcs^TttfHLfc. *tffi«2:fia«^S*-CDfeJ¥ 

ft, wk i^ffl*LTfifc^taca-c«EHg«t 

Sittei DN- (2-TS/7x^) -4- C3- 
(et/5/S'-3-4;i/) **/W 5^V'U^-2-5r>' 
-1-4*] ^f^yarrsi* 4 7 mg <lt5l*58 

op. (ansorphous) . 

1H NHR(270HHz, DMS0-d6) Sppn: 3.20(4H.s), 4.37(2?, 
e), 4.39(2H,s), 4.87(2H,br.s), 6.60(lH,dd,.N7.3,7. 
3Hz). 6.78aB,d,J«8.1Hz), 6.97(lH,dd,Jo6.6,7.3H8), 
7.16(lH,d,J=7.31te), 7.35-7. 41 (3H,n). 7.68(lH,d,J= 
8.1Hz), ^^.OOGH.n), 6.50(2H,br.s>, 9.63(lH,b 
r.s). 

[0374] ^09146 

N— ( 2— 7*S/7Jt— ;U) -4- [N— (fc'Ji'J'- 
3-4*) * h**o»A'>ie=/l'74./Jt?/t'] *>*7" 
5K O. 5 7T;HS8S(8-mfc£»S82<?>7 

Om 1 M)Hi, imiXimZitX:. 7*7/Hi9 6mg 

ttiU:JSiRf:*JRU ^^^/i/SmiTW^U, g 

W»e2 0 0mv«« (!Rii556%) . 
[0375] dp. 166-167C, 
1H NMR(270Hftz, WS0-d6) * PP p; 4.28<2«,d,J-6.6Hz), 
5.10(2H,3), 6.60(lH,t,J=8.0lfa), 6.63(111,8), 6.78(1 
H,d,J=8.0Hz), 6.90-7.50(5H.b). 7.70-8.00(4^™), 8. 
S3(lH,d,J.3.6H8). 8.60(lH.s), 9.63(l«.s). 
IH(KBr)c!s-l: 3332,1715,1665,1505,1283,1136,1044,98 
3,760,712. 

5£S#fT C21B20ff403+l/2C4H404iL.-C 
C H N 
SfSft 68.69, 5.10, 12.90 
MZa 63.66, 5.28, 12.97 

[0376] mmi 4 6 fcRMWtfMSteJ: o. ^jsm 
1 4 7*>& 1 4 9^b^S^L>fe. feme, -fli^j 

wibg (op. > , ih nmr, immsmm-. 

[0377] HSSW147 

n- (2-75y7x-=/P) -4- [N- (tryyy- 

3--f^) ^ b*J';&JWiVP7$/;<*/l'] ^VX7 
VW^BS® (^-l 'Hk-&'«I?^-8 2W-7M 

visas) 

np. 123-124X1. 
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1H !W(270MHz, DMS0-d6> 8pm 4.28(29,4, J=6.6Hz) , 
5.11(2H,s), 6.24(2H,s), 6.66<lH,t,J=6.CHz), 6.83(1 
H,d,J=8.0Hz), 6.90-fi.OO(9H,m>, 8.56(m,d,J=3.6!fc>, 
8,S2(lH,s>, 9.69<lH,s). 

I8(KBr)c»-l: 3298. 1719, 1546, 1365. 1313, 1250, 1194, 11 
49,1044,993,862,751. 

7C$g«f C21B20N4Q34C4E4044O.aH30&Ur 
C H N 
Btffffl 60.81, 498, 1L25 
8BJSM 60.62. 5.12, 11.03 
[03 781SS6M148 

N- (2-7*5 ^7x^1/) -4- [N- c&)*jv- 
3-4 /M XV^isHtoit-tVTHSXWi ^XT* 

5h- tsias (s-i :fc&m^82<ttmm 

op. l40(dec.)iC. 

1H NMR(270Mte, DWSHffi) tfppm: 4.31(2H,d,J=5.8Hz), 
5.24(2H,s), 7.10-7.60(6H,t»), 7.90-8.50<5H,B>, 8.TO 
-8.90(2H,n), 10.46(lH,s). 

IR(KBr)cn-l: 2553, 1715, 1628,1556, 1486,1254.1049.77 
8,687. 

[0 3 79] £J{$IH4 9 

n- (2-t^/7x-;^) -4- [n— (t;yy^- 

3-4/1/) ***sT*i<}-)VT\J*Wi «.>X7% Y 
0 . 7 77« (&- 1 : fc#«S##6 1«97-7;H8 

m 

1 46 i luaiotff&fcfc,): ») , HDHM4 6 
op. 154-155X:. 

1H NMR (270MHz, »StW6) 8pm'. 4.42(2H,d,J=5.9Hz), 
4.69(2H,b). 6,6O(lH,t,J=8.0Hz), 6.63(0.7H,s), 6.78 
(lH,d,J=8.0Hz), 6.90-7.50(6H ( b). 7.93(2H,d,J=8.0H 
z). 8.20-8.40(2H,i). 8.82(lH,br.s), 9.63(lH r s). 
IR(KBf)co-l: 3324,1709,1631,1521,1457,1428,1260,10 
64.806.698. 

7C&##T C21E20N403+O. 7C4H404+0. 7H20 b l/T 
C H N 
Bt#ffl 60.79, 6.19, 11.91 
60.95, 6.20, 11.76 

[03803 ##em 

N- (3-T5y7x=.;l/) -4- [N- (XVVV- 

3-^;^) * h^^;^;wrs/^f-^] x-yxr 

np. 156*C. 

1H NMR<27WWz, DMS0-d6) &ppm: 4.27(2H,d,J=6.6lte), 
5.06(2H,s), 5.10(2H,s), 6.20-6. 40(lK,m) . 6.80-7.10 
(3H,m), 7.30-7.50<3H,n), 7.70-8.00(4H,Ji), 8.53(1H, 
d,J=3.6Ha), 8.59(lH,s), 9.88(lH.s). 
IR(KBr)co-l: 3327,3218, 1708, 1639, 1536.1279, 1147.10 
50,859,788. 



[0 38 13^0112 

N- <4-7*S./7*~^) -4- [N- (tUS^- 
op. 204-205X:. 

1H NMR(270MHz, DNS(HJ6) frppm: 4.27(2H,d, J=6.6Hz), 
4.91(2H,s>, 5.10<2H,s), 6.52(2H,d.J*8.8Hz), 7.30- 
7.50(5H,ra), 7.70-8.00(4H,a) , 8.50-8.60<2H,B),9.80 
(lH.s). 

lR(KBr)cm-li 3336,3224.1706,1638,1530.1279,1145,10 
50,1005.827. 

A 2 7 8 0 m&!ZM?&M&ffi1$fm& ' 
7)W?*X7 T *~- tf (ALP) ft&Wjjm, t 

H^89«ES8SS<oiHi:^^t UTtt&ftTis'?, Mil* 
SSBSt h 'J ^A*<AL P«ttSJi^S*5C i:^<5./i 
tV>& [Youngfe ; Cane e r Res. ,4_ 
^ 2976 (1985). Mo ritafciCaac 
er R<a 8. . 4I3 4S40 (1982) 3 . <ti 
■CA L P^ISS J&ii{{:^b0!^JHW^lS1?-.it . 
[0 3 83 3 (3SKS*) 9 6ft7'U-J*fcl5,000* 
/we I 1 t^SAdtC, A2 7 8 0«ft0. 1ml 

0. imii*?garai,fc. sais^i^. rw-hio 

iMHS&TB Stgffifg (2 0mMTr i s, 137mM 
NaCK P H7. 6 ) T?2Eliifc#Lfc. O. 
6 m g/m l <0{8^W p -~ h o 7 x ~/W7 *^ 7 x «f 
M9. 6% ^X^ywPrS^ 0. 5mM Ms 
Ct, ( P H9. 6) )5§}S*0. OSmt-^^p 
U SifiTSOiMy^^-KUr. 38£*Kfl^ 
b ';^A?J<SgJS0 .05ml ■CEffifcf?ifcLfc& l 4 0 

5nm<o®^KSrsasu, a l ■?m&>±Mtimth 
mi<m>bm. (ALPoin) (.mm) % 

[03843 

[*3 1 3 «- 5 ; A 2 7 8 0«BW=Stf « JMUfBfr 

mitm ALPaln (/*W) 

M2«)M 3 
£HjW30pte#» 3 

SttWS^ft^ft 1 

^Mfle^fc^i 1 

mmimm 1 
mtN8^isiHk 1 
mmsnfom 1 

(03853 

fSffemo^Xfc&ft 3 
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